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#B§2000- 169373-^^^, 4#W2001-385576*&*Ktt> fFJRItS (# 

y, 3 &S#*«. 
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Ar, -C-L, -^y-L,— X-* 2 

1?>SJi£:*b> L3«g«S:tLTV^T*;<^:V^C 2 _ 4 r;b^^>«5:^b, L 
[8] ma (5] sfcfctt C7) K«©fli^*Xtt*©*©^nK9y^ 

C9] ma C5] en iH«©ft^t»x«^©^fes^«^®^« :l F5^ 
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«!©*»«£» tSt^Il©fflI»NlI (Mtt) ©JR»#&*3&3 
c, 7tf;i/a'J>x^f7-fflM^ v ^> »W«5 (»*») ©«S 

ej:»m^©##«£^, *©fc«>jiiim^©»*tt«fcy^*^- 

^ciotti5Et»WtSii:OTJibfe. lot, r M?&lJ fcfiwt 

OWttt, fl*.tf«3*©-f y * ^ D (in vitro) SHtPflWt« 1 a ) & C & V ' 

1 o ffiE#2 003-30 0 6600 
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harmacologicalReviews, 1995 , 47 , 267) , t ht&fijn?!* « 1 7 0 

M£ftT^3;i£#fte>*lTV^ (Joumalof Urology, 1993, 150, 546; Mol 
ecular Pharmacology, 1994, 45, 703) . MA©f tSa^WC^^ 
Ttt, HTttfSH*©^ ' tfbn (in vitro) |Uftl b) {CfcV^T, <* 1A S# 
(MI«WStt©IC 50 ll««li»MJKT««ff*b<, 0. 

flS^»AKlfiW6llff«®^9>^C0V^tt, -O'tfhO (in vitro) 
WSllCfc^T, 7tW'J>iXf9-^iaffffflt«i (a 1A ). SffitflMB© 
**t**l©IC 50 4l#, f^Kttl^l : 1 0 0 0-1 0 0 0 : 1, «fcU2? 
ib<ttl:100~100:l, S&KlSF*L<lil : 10-10 : 1®M 

S&fc?*flU8©*9>att* >f> • ( in viv °) »' ilJ 

[0 0 16] 

*»U!T»V^6*l*fli**AICtt, ftft©fc£* (D » (I a) Xtt (I b 
-5 £«#T T-^St^ W IMS' fc <k § MIS ic <fc »J 7 * * ft 3 U > x * -r 9 - * 
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[it 2 0] 

0 

Ar-fi-L-Y 

* ,r 

Ar&ii®£LTV^fc<^5ii;;U*6*^#^g&*U «3f#*»tt 
ttaSfctfLTV^fc*^ Ltt«*«*UTV*TfcJ:VtC 1 _ 10 7;W*l>:'* 

i) Any>fcSftTv^T*J:v*ftft7/i/*/i/3fc 00 wfyR* 

g«) , (iv)nhnS, W i/r;i, (vi)tKa^>& (vii) An^ 

yit2tiX^X*>£^&m7)\'n*i/m, (viii) J/im7^^i («^^ 

S/^a^nifM s/^n^f-M 5/*n*>*/k f^n^*^»®c M J/ 

( X ) 7^y», (xi) t;-fi»7^^;i **/i/7*A 
iwi;, ^abr^r^yTO^^-c^r^^r^y**) >. (*»> 

C 16 7^75iP)' (xili) 5ftV>L7M*Rr5ya6 i 

v) m?***-***-*?*'* 7***73 A 7nt?#- 
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©C, D 7frZl*i/—tifri$-ftW$) , (xvii) (xviii) {6$. 

l~b 

j/ * □ *y*frlJ i/ * n a * ;^x^© c 3 _ 6 S/ * n r 
^-*;i/d?-^a#) , (xx) j^w^^*, (xxi) 

^flz-ijiuA^j^mm) (xxii) *;-fi»r^^-A^^f^s 

/^Ji/S*) > (xxiii) ffiftr^/^r-n/^^*-^* (M*.^ ^/i/*/!/* 
«) , (xxiv) S/irn7^^^*-^* 5/*n'0*/l/:*/l'*- 

;k n a* 2/^^/*x^©c s _ 6 2/^ rirA/*^^/*-^) * ( xxv 
) 7l rM, (xxvi) t7fM, (xxvii) ^;-7x^-<s«r^ 

) , (xxviii) p-7aL-)l-fem7fr*n>£ ^71-*^*. 

^ 7i^xf;w;i/!K-;w*^o ; E;-7x-;i/-c H 7;^;i'- 
%)] / Tfs-)v**t/&m) > (xxx) y-7x-^-fil7;i/*;i/-*ii/*-^ 

^ ; ^^ >> ^^_ 7x - ;v -c 1 _ 6 7;i/^;i/-^^^-^ :3 f > >s^) * (xxx 
i) (xxxii) €;-7x-;y-fit7^^-*^^S (« 

ili7x-;^f^*jbi)?-^ 7i-Mf;^^^® : E;-7xa 

-c, c 7;i/*;v-#;i/#x;i,s^) , (x«lii) j;-7x-iv-tt7Mii/ 

1-6 
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>f/l/S, (xxxv) 7*J**/*>MS-)\>m. (xxxvi) 7il*-tt7iV^I' 

Ajl/A'E^fOyx-^-C^**-*^^) « (xxxvii) 
7x^**^*36. (xxxviiii 7x-^-fi»7^*^-*^*-*7 
^;S(Mi(l 7x^-^fWM-^U, 71-^-Xf^^ 

7x^-jS»TM^5;« (fllittf, 7x^->f*T5A 

-iw5;*©7x-^-c H 7^w^;s«) » O 00 ") 7x -^ 

-iW^^3*©7i^-C H 7^*W*-^) > < xxxxi) 

(xxxxii) '7x^-««7*W^7^^ (01 
7x-fl/-^^7-f-^ 7i3-IfW7^*»«)7i 
ri/lz-C^/b*/!/**^-***) > (xxxxiii) 7x-*-tt«7A^ 
*;u#-;i/7S,>* (M*^ 7i^-^A^*-*75;, 7x-/b- 
imM^75;f07x^-C H 7M^^7Ul^) 
(xxxxiv) 7i-W^^7^1« (xxxxv) 5fc^L7J|Sft7^ 

;k (i-tf/<7^-;i/)^;^-;K ^ay;***-** f*=E^^*^ 
#-/i/**)«o > (xxxxvi) itinaifetb-cvNrfeiv^r^y^*-^ ( 

«*.«, 75 7*/1/*'-/b, ^/l^;***-^ y^w^nMw 
, (xxxxvii) 5&VM7ll«75;-^;i/*-M ^ii> lffl© 

^VNL3«bTV>T : bJ;VN5^^b7M»7^/'-^^^-^S(M, (l-tr 

, mm j *«**y - ( xxxxviii > 

7$;#;i/#-;i/:**^ (xxxxix) ?;-H7W75;»w 
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***7$ J x**7$ J 

-C H r*W?;*/l'*-*** , " / **) (xxxxxi) Sft^L7M.n 

fB (xxv) fcV>l, (xxxxiv) 07x-*l, -j-y**^ ^;-7x-/I/-fi« 

?;-7x-ii/-«7*^-A^^ e?-7x^;i/-ii 
7;i/*;v-#;i/#-;v*, Kyyv*S r 7x;^>>*M-^ 7xn;v- 

*;i,-#;i/#-;i>7*;iS> 7x-;b-W7J^^Ui, 7 *-;!/-«« 

rn,*»x»*-»m. 7x-w^^i, 7x^-«»7^^^7 

/n/i/S, 7x^;i/-«7;i/^r;v7;;v^^>n/7^ ;ifttf7x-w^3 
7*;Ktt, Etc, <S«7^/*^S 7Dbf 

;K vfyyni^K 7**>>K sec-/**, tert-7**, 

(Dc H m*») , «ir*3*fi (n*«» ^ D 

^J/fcc^r/ba^f*) * AntfyM-? («*.«, fn^, ^nA, a- 
m) \ tKQdpi/g, /^^M 75 *yH6«7***7 5 

;m **»tzj* x**T4A inefiTZJWeJ-CM 

7***7*;*) * s?Hft*7***r* ;as j;***7*a s; 
if*r5;«ffl^-c- w 7AW5;«) , -bus, ^7^^-* 
<«*.«, *****#-*> x****#-*, t*****# x * 

15 ffiE4#2 0 0 3 -3 0 0 6 6 0 0 
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[0 0 17] 

&vnL3M©ap¥>^ *n;k 7nA, a-F«0 **b"cwt 

i^Wi^^S **** ^otr^ -fy^ntf/b, y 

^/K sec-y>;k lett-?*** ^>^;K ^i/*«OC H r***l*) 

y/, Q0 ^M M)7^n.jif^ x*/k 2-7n ! ex*/i/. 2, 2, 2 
-h37**nif*, 7nt?;k 3, 3, 3-bU y^nya^k -ry? 
nw, y*;k 4, 4, 4-bU7;v^a^;K >fyy^k sec-y*;k 

tert-y^/k 4V*V*K. 5, 5, 

* D /o*;k ^*S//k 6, 6, B-^HMD^^f^W. 

lfilV^SWAD^I? * D ^> 3-F« t*bTV^ 

T%J:V^«r^3*5/« *b*^ xh*>X yn#*X >fV^ 

p#*>>, yh*>>> -fV^b^X sec-yb**/, tert-^h^r^OCj.gT 

b*t/, byy;k*o*b*>x xbfj/, 2, 2, 2-bVy;i/*oxb*S/ 

, >(V7h*f* sec-yb*SA *y*/k**SA /\*S/^*S/^*W&*1 

So 

±18© r/\n^flsa*i"Cvxt*»J:v^itT^*^*«J fcbTtt, 05*.tf 
iftvM3*©An^W ^nA, a-K«) Mfl/* 

vNTfc*v*fc«7/i/*/i>**« («x«> ****** ******* -tux** 

*, -fy^ObT***, -ff-**** AV7****. sec-?****, tert- 

;b*#, s^y^n*^*^ hyy/i/frn****** xfyvf-tf, yo£ 

1 6 mtE4# 2003-3006600 
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, 4Vl*to**. tert-7?fr?** «y?-Jl/**> 

[0 0 l 8] 

r** b TV vt %, J; 5 * fe tt 6 ft* U M3rHS« ft * 

bTwc%J:<j © r fi«J fcbtff*b<tt. (0 rs/* (") 
-M7^W5;l **/i/7*A ***7*A 7at±;i/7^ 

s;**/i>7* a j;x^7^y«(os;-c M 7^*75/««) 

(iv) HittflTOWWC^O^CMW^ «W«l«JWW6i 

' y^) , ( V ) ®|7^W-M^^i 7-fe^;V75 
> (vi) ®I7MW^-*T^I J^/l/***-* 

/y;ui,*-/i>7$;**) , (vii) 7x-;i/-tt7/v^r5; («*.«. 
;v75/ ^) , (viii) 7i-A-flStW*^*-^5;i (fll^tf, 

7^;ag, (x) An^yJK* (Hittf, 7/i/*n, 9 nam , (*D ad* 
yflsanrv^*J:v^«R7^MI (**.«* **** *v:fne* 

S^/^SA j;if^75^®^-C H 7^7^ 

, ■ l 

1 7 ttfEtt 2003-3006600 
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(1) giS^I L T T «fc v\JMR£ttM 

(2) «ft3S&#LTv*TfcJ:^2*^*«fc*8£**. &SW*2o©H- 
XttH&ofc** (•fib, ^<tt)-j&®i)!) 5 *i^W*S) fcH^t 

[0 0 19] 

±IB (1) <Z> r;j$-£UTV^ ; fc<):V , >7x-;i/3lT\ R7x-/1/JSi41t&a6 ; fe# 

, * . / 

[flS2 1] 
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lfcV^3MT'&§ 0 
[0 0 2 0] 

£tf 4 fcVN L 1 4 A (ff * L < tt 5 &VM, 9 A) '£#«Xtt#^§«****# 

u*;x tr^ue?>, i^>^r ^ *\?z**\/y4$y* rh^t 

u>, tf^y-;K i, 2, s-hur!/-*, * 

feS2ffl©^nJS^&^ > r6 5feV^b9Aa©#^#»?*** tf 

(i) An^>«? (09*tf, 7^*n> *n;k ^nA, a-F*) , 

(ii)->n»> (iii) l/TJ** (iv) **V* (v) KD (vi 

) ii7;^iH («*.«» ^ntr;K -fy.^ntf/k 7** 

, 4\J-f*fr* tert-^;K sec^^/l/TOC^r*****) ( vii ) 
7/1,3*5/* (flita. 7ptf/i/**2>. -fv^nbr** 

dps/, ^^^^©C^^a^S/IMW » GM.7 ****** 

(**.«, ****** ****** 7n*/b***0C w 7******* 
) , (ix) r^^s, W ^y-fiir^wui (#i*.tf, 

19 fcfiE$$2 0 0 3 - 3 0 0 6 6 0 0 
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i?-C 1 _ 6 7;i/^^7^ ;«30 > (xii) fll^tflWHW^fclflioa**™^ 
bTV*T%>J^5fcV*U7JMHK73;3l l-*nU*-/l/, 

a i-tw^;w */i/*y a *«/i/*u/«) > ( xiii ) ftfcr*** 
-*;i,*-;v7^« («*.«. 7***7* a ynw=*r^;. 
^^^•©c^r*^-***^^^^!!*) > ( xiv ) fi*7/i/*/i>* 
^^r?;« ******-*7VA 

^c H rw*^-*A*-Ai») , (xvi) ****** ( xvii > 

) PHBiW*****'*** 8?* ********* 

*n,rt*4n*a*J-c 1 _ e TA'*»-**>**4»**) - (xxi) ® S7;V * 
/I/***-** ******=*■ x*****-*. *atf*** 

6fl6. #T'%, **V»> «ft7***« **** 

[0 0 2 1] 
>N-R X 

2 0 2003-3006600 
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77;^iH. -*ie>©jffi*^to-&©»^#tfe>*is. c i-ie 

(1) 7/1/*** **** ^ne;K >fv7ntf;k 

, <fv^;k tert-^;W sec-'WK ^i'^CC^** 

(2) 7/i/*-/i>* trn;i/, tu;k >fy^n^-;K >f 

(3) 7;i/*-;i/3S C-Wittf, ^n^;i/^;K x^-;k t>-;k i-a**/ 

(4) i/9U7***& J/^n^n^K f^n^f^ $/*n*> 

j/ ? n c 3 _g^ * n 7 > * /HMO 

(5) mmmm®mmt*m& ***n cs.2.n **n-2 

(6) 7 ^x-il/, i-±7^;w 2-^-7^;k *7x- 

(7) 7?/i/*/i/* «yvn>. 7x-;^nw, 

, i;7i-^xf;^0y7i-^-c 1 . 3 7;^^oc H6 77;^« 
) 

(8) 7U-^-7^-^* V*, f>t5M 4-7x-;i/- 
2-^-/1/, 4-7i^-3-7*f-^©7i-fl/-C 2 . 1? W-^ 

©c 6 . 14 7U -;i/-c 2 _ 12 7;^-^»^) 

2 1 2003-3006600 
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O) 7U-;i/-c 2 _ 12 7;b*-;v« (»£> 7i-;i/xf^, 3-7x- 
;i/-2-7n^-;i/> 3-7x3- 1 -7 a ne-;i/«©7x-;i/-c 2 . 12 r;i' 

df-;i/^0!)C 6 _ 14 7U-^-C 2 _ 12 7;i/^-^S^) 

>y 9 w<y j/^Air^^;!/, 
>>^n^n^vif;w i/?n7f;nf^ s/^n^>^;i/x^M f 

7^;i/^ntf;i/, ^a^f^o i£/i/, i/tu^U^uVfr, t/9w\ 
■tf-jrtxivfr. i/vu^uv^m, */ 9 u?* */9u*ym 
•fi-M t/9u<\*t/Jrt*** t/tu^-fw?**, */9u?u\£fr*y* 
ju, */ 9 u-f i/*u*y* i/tu^t/***** 

, */9u<\'ff'»«y*fi', */9u7U\£A"\**sA', */9U7*A«^*?s)\>, 

(id 7u-A/-ru-/i/-c 1 _ 10 r^^* (W«^7x-w^^ ^ 7 

[0 0 2 2] 

/•"lb 

tt, flittf, (i) ad^>W 7/i/*n, *n;v, 7oa, a-K 

«) , (ii)xhnS, (iii) S/7/S, (iv) OOtKn*** 
(vi) AB^VfcSftWTfcJ^JSIRr;!/*/^ (vii) AO^fcSft 
T^rfciV^r/l/a***, (viii) /NP^>ftStlTVNT%J:v%ffia7^ 
0*) 7*7«> (x) ^y-«*7^/I/75^» («*.«, * 

*/i/73A xf;v75A ^Dt?;i/7^^^© ; t^-c 1 _ 6 7;i/^^75 7*. 

2 2 ffltiE^ 2003-3006600 
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^) , (xi) y-fi|7il/^il/7Ul (Mx.tf, s;**/l/7SA S?x^;i/ 

7^^©^-c 1 _ 6 7;i/*;i/7^gfo , (xii) vtz.immm^timvg 

, tr^u^A i-fcr^5y-;k *e;i/*ua M^i/*'; 7^0 , (xiu) & 
i7;^;i/-AM^i/75;i ($fx.tf, 7-fe3 L ;i/7^A 7un*-)i7$. 
y, ^5 L u;i/75^^©c 1 . 6 7;b^;i/-*;i/^-;i/7^ ;«^) , (xiv) <s» 
7;i/^f;i/^;i/*-;i/75 (^JA«, ;Wb*;i/*x;i/7S a x^;b*;i/* 

-;i/75^^©C 1 _ 6 7^/^^-^;i/*-;i/7^>'S^) , (xv) ffi»7^/3^r 

^*/A^jK-^/*©c 1 _ 6 7;i/3*s/-*-n/>iC--n/**) , (xvi) #;w?3r$/« 
, (xvii) TO7;i/^;i/-A;i/^->H/S (flfcii, x^/i/* 

;I/jJ<x;k 7n\£fr%fr7$-JU$<DC 1 _Q7fr*fr-ljfl/&-fr&$) , (xviii 
) */l//**E>f/Hi, ^a-A/b/t'e-f/Ufi, (xix) *;-ffift7;i/*;i/-rt/Wt 
^^f^a x^;i/^;i/A*=E>f;i/^© ; E7-C 1 _g 
7/i/*;i/-#;wi ; E>f;i/^0 , (xx) v-mir (M 

jjjiA*4A/&m , (xxi) ffi»7;v^;i/^;i/^~;^a *^;i/;ui/ 

3S$0 , (xxii) ©it7;i/ndrt/-^;i/^x;i/-M7;i/^;i/S * h 

3fS/#;i/iKx;i/;*^;k xh^S/*;i/5jfx;i/^f-;K tert-:?h3f S/#;i/jtfx;i/ 
*^;k ;* */#;i/j}?x;i/x^;k ^^tfx^^k * h*2/#;i/ 
3Kx;i/ xh*$/#;bjtfx;i, j*^, tert-7* 

h**/#;i/5tfx;i/ ;^0C H 7;i/^^-A;^-;i/-c H 7 
, (xxiii) %friR**/-&m7A/*ji/& (Mfc'tf, 

-C^T/l/*/!/**) » (xxiv) ttfftg&£bT^T%«fc^B3t&taS, (xxv) 
C 6 _ 14 7U-;i/^ (flittf, 7xx;i/, -^7^^) , (xxvi) c W6 75;^ 

;ns (HAtf, , (xxvii) mmm^bx^x^^^]/^ m 
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fWF> 3 -tmyi/J F, 3-x^;i/7lM F, 3-7x3 
*WK, 3- (4-7;i/tf-a7xr.;i/) ?WF, 3- (2-^Wx3 
) ?WF, 3- (4-^h^7x3) *WK> 3- (2, 4-^7;M* 
D7x-;i/) -7WF, 3- [3, (hij7^n^f;i/) 7x3] 

-7WF, 3 -/OSM/tf W K, 3- (l-^?^) <7WF> 3- (2- 
^7xX<j;i,) tfWK*) , (™*) ««IS&«L/TV^T%«l:V^*9W 
FS ***WK, 3-^Wt>?WF, 3-x*/l/***W 

F, 3-7i-mfWF, 3- (4-7^0 7x3) ^tftfWF, 
3- (4-^fil/7x3) f^'JU'f F, 3- (4-^^>7x3) 
«7l/>fK, 3- (2, 4-i?fDD7x3) ^#-7WF, 3-K>^^ 

*WF, 3- w> t-^f FfO , (xxix) gmiMb-cv^ 

,^ v> N L 7l ^7^^, N 1 , N 1 -^**;^^/, N 1 , N 2 -* 
*^;i/7S$?A N^^^^-N^X^T^^V, N 1 , N^^W? 
^ v> N l_^ ; i / _ N L 7l ^75i?A N 1 , N 1 -^ (4-Xh07xX 
;y) 7^$>V^0 > (xxx) W^fc^bTVNTfe^y/'xyVg («^«, 
>f7=.yj v l-**M7-*JJ* 3, &-V**»ir7-*JJ* 3, 3-S? 
ttMf7-V JQ) , (xxxi) *!M5f:# LT^T* J: V^*r§y 

<«*.«, (i-^nU^x^)*^x;K tf^us;; (4-* 
^i/tr^y sv)#;i>#-^ (4-7x-ji/^'J^;) (4 ~ 

[4- (4-7^0/0^^) tf^'J^V] W#3, (4-^5 L ;Wl- 
bf^9s;x^) *;i/iKx/i/, (4-7x3-1-^5^3) #;i/#x;k [ 
4- (4--M37x3) -l-tr^9^x;i/] #;i/#x;k ( 4 - * > 3>/l/-l- 
#;v#x;b, ; *;i/#x/i,, ***e/i/*y ;*;i/#x/i/ 

«) , (xxxii) «JH6%«l/tv> , r%)J:v^7§^f'**^-^* (09*. tf, 
7* 7^##;i/tfx;i,, ^^;i/7^y^^*;v^x;i/, V^J^7^ 
tt-m) , (xxxiii) fi&3&£bTv*Tfciv*73 
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(xxxiv) ummtiLx^Tb^y^-tvzm-Krzj y 
DD 7i^) xM-;vr^> (2, 5-^nn7x-;i/) */i/*-*r 

), (xxxv) (xxxvi) jm, (xxxvii) 7>;V7x;l, (x 

xxviii) c H r^*w^» x**x;i/*, 7n 

Vftzjuibm > (»«ix) c H rA/W^7-f;s (0S*.tf> 

A7x;i(«iL«, ^;vx;i/7i;, iw^x;, 

, (md) (»«xii) ■*-C 1 ^7*3***X* , J*« < 

^h*j/*^'JA, s;xh*s/*x*y^ 

/I,*) , (xxxxiii) r^*/!/*-***^*- (xxxxxi) *e/-ffi»7/l/* 
^^r^^*^-^*^2/S*) > (xxxxxi i) >J-m.7K*K7$}% 
xxxxiii) 5*\^iKmK7$J-iifl'#-»**i'* 

, /Na^ftantv%T*)J:^7^a^S/*> tKn*S/«, -hnS, S/7^ 

2 5 ffiE#2 0 0 3-3 0 0 6 6 0 0 



#2002-072027 



[0 0 2 3] 

JMi««3Mii*4:bTtt, trytfi/, try^x >fs*v-;w 

, 'm^iJX trn-M 9 !/-/!/, 1. 2, 3-MJ7v*-;k 

MJ7V-/I/, *797)/-fa ***V7V-to* **VT7$7 

tKa-fy^yuy, f h5t Kn-iH-i-K>^r*br>, r^t Fn-iH-2- 
/<>X7-tftfX fb5t Fa-lH-3-K>X7^tf>, fh9tKn^t* 
**yUX -rh7b:FP*^/y>, *;**'J^ T^fcFB 

/oy*;#*-frx /<>y*;3t*y-/i/, Ky^T7$y> 4 5 
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[0 0 2 4] 

■/\n*>«*, c H m*, c w T*3*j/, -hn, i/r;WKKn* 
s/#&»«t*WMI* i fc^b 5WbTv^%«fc^c 7 _ 16 75;i/*;i/S (ff 

_ (C = 0)-R 2 , -(C = 0)-0R 2 , - (C = 0) -NR 2 R 3 , -S0 2 -R 2 
, -SO-R 2 , -(C = S)-0R 2 Xtt -(C=S)NR 2 R 3 R 2 *tfR 

iii) g^SI:WbTVNT=fe)«fcV^Sa&^1-*\ R 2 £R 3 fctt3:vMC|S£b 

Z©^ftff*b<tt, 5$: -(C = 0)-R 2 X&- (C = 0) — N R 2 R 3 [5* 
[0 0 2 5] 

R 2 X«R 3 ^3^5 rjt#iaS:^L/TV^X%J:V^b**afiJ r *$S 
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P > ^«tlS^f■^^$:l^V^t3M^t•rv^•C : foJtV^5^;V^t9M 
[ft 2 2 ] 



[0 0 2 6] 

m mmm^^x^x^^t^mnmi <z> mmmi £ut«, ±ibbs 

SS««S:l*vxL3«^OTV^ ! feJ:V^C 6 _ 10 TU-M ("0 C 7-16 79 

a*iTvW*»«tvNC 1 _ 6 r/i/^-*^-^ («, r-fe^K hU7^nr 

* («, ^y>f^ i-t7b^, 2-t7h^f^) > c 7 _ 16 7^;v^;i/ 
($K 7xi*7tf^ s-7i^7"aw-^*) » c 6 _ 10 
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[0 0 2 7] 
[it 2 3 ] 




B J|A 


2, 3-i;tKD^!/77>;3, 4-^fc 
KD-2H-i-^>y^^tT7> ; 2,3-i?tKa-iH->f>K-M 1, 
2,3,4-^h5t:Fa^7U> ; 2,3-s?t:Kn-iH->fV>f>K-^; 
1 ,2,3,4 -rb^HKn^V^y U> ; 2,3,4,5-f H5t Fn-1H- 
1 -K>X7^t°>, 2,3,4,5-fb7tKn-lH-2 -*>X7i?fcr> 
, 2,3,4,5-fb7tKO-lH-3 -KyXT* tf>W<5/^T1?lf > 
; l,2,3,4,5,6-/s^r^t:Kn-l-^>XTy$/>, 1,2,3,4,5,6 
Kn-2-^Xri/i/X 1,2,3,4,5,6 -a>1M: FP~ 3 

-Kyxr^vyW^yxr^J^y, 2,3,4,5,6,7-A^ftKn-i 

H-l-^X7y-X 2,3,4,5 > 6 l 7^WFn-lH-2-'<> 
X7ViX 2 ( 3 ) 4,5,6,7-A^tFn-lH-3-^>X7y-^ 
2,3,4,5,6,7 -/\^r^H FO - 1 H- 4 -/<>X7l/->^©^>X7V 
->;2, 3-S?H KB^^X^^!/-^ / <>^ift!/-^ ! 2, 3- 

s;tKD^>yf-7^-;i/^G)^>^7y-;b; 2, 3-ytFo-iH-/< 
yX4\$V-frW<yX4 5#V-)V 1 3, 4 Fn- l H-2, 1- 
«y%***Vy. 3, 4-s?nFn-iH-2, 3 -«yx**v*Jy* 3, 

4-i?tFD-2H-l, Z-Kvmti^, 3, 4-J?fcKD-2H-l 
, 3, 4-i?tFD-2H-l, 3-^>X*W^> 

3, 4-57fc FD-2H-3, l-^Xt^f^O'^^H^i 

3, 4-s;tKo-iH-2, l-^yVf-rtty* 3, 4-ytKo-iH- 

2, 3-^1/WX 3, 4-i?tKn-2H-l, 2-^>l/^7^X 

3, 4-^tKn-2H-l, 4-*>!/^7S?X 3, 4-5>fcKn-2H- 

1, s-Ky^j^yyy, 3, 4-s?t Fn-2H-3, 1 -*yV°f-7Vy* 
<D«yy<?7*J>ii, 2, 3, 4-fF5tKn>>v;yx 1, 2, 3, 4 

2 9 ffifE4$2 003-3006600 
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-fh7tFD7^ry, 1, 2, 3, 4-f^KFBWJ>vl, 2 
3, 4-f-h5fc FO^y ^'JV§^/;^^ .5 3, 4-ytKD- 

i, 2^>^HfO, 3, 4-s;tKn-2, 

2, 3-^tKn-l, 4-^>X*^*f-fX 1. 4-J?KKn-2, 3 
-/^XmNV, 4H-1, 4H-3, 

^^^^^xmfO ; 3, 4-SJfcKa-i, 2~«>V 
*j**i/y* 2, 3-i?tKD-i, 4-«y)/*J**i/y* i. 

-2, 4H-1, 3-Ol/^**S/>*© / <>^S ; * 

*>»;3, 4-^nKn-i, 2, s-SJfcKn-i, 

1. 4-S?tFP-2, 4H-1. 

2-^>X*W«X 2, 3, 4, 5-fh7tKQ-l. 3-*>X** 
IM?^ 2, 3, 4, 5-fh7tFD-l, 4-^>X**iM^X 2, 
3, 4, 5-fb5tFn-l, 5-*>X**iM?t^ 1. 3, 4, 5 -x 
h 7tKD-2, l-/OX#*1M?tfX 1» 3, 4, 5-fb7tFQ-2 

3-K>X***-^tr>, 1. 3, 4, 5-fh7blFD-2, 
*-»M?tf>, 1. 2, 4, 5-rF7tFn-3, I-*********. 1 

2, 4, 5-fh5tKn-3, 2-^>X*^f-9"iftr^> 1, 2, 3, 5- 

fh 7tKn-4, i-*yx**vvvyw*yx***^>'> 2 > 3 « 

4j 5 _ f h 5 t j?n-l, 2-^<>^7€tf>, 2, 3, 4, 5-.f h9t 
KD-1, 4-^>V^7iftf>, 2, 3, 4, 5-fF7tFn-l. 5 _/< 
y-J*7*\Zy* l, 3, 4, 5-fh7tFa-2, l -*y*/*7*tr >, 

1, 3, 4, 5-fh5tFD-2, 4-^>^7€lf>,. 1. 2, 4, 5- 
xh7fcKa-3, l-/0^7if^>, 1. 2, 4, 5-fF7tFn-3 
, 2-«y)/*7*\£y* 1. 2, 3, 5-fh7tFD-4, 1 -«W*7 
V\£yW<yy*7Wy i 2, 3, 4, 5-fh7t KB- 1 H- 1, 2- 
^>^r«x 2, 3, 4, 5-f^KFn-lH-l, 3-*>V^7 
*bf>, 2, 3, 4, 5-fF7tFn-lH-l, 4-^^T^>. 2 
, 3, 4, 5-fF7tFn-lH-l, 5-^>yS?7^^X 2, 3, 4, 
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5— fh^bKD- 1H-2, 3-*yyV7Wy. 2, 3, 4, 5-fb7 

hKd-ih-2, i-Ky-jyrwy^v^ywrwy ; 4, 5-s?n 
KD-i, s-^>i/y**'fetrx 4, 5-^tFn-sH-i, z-«y*J 

Vtttty* 2, 3-i?fc KO-5.H-1, 4-s<y)/P**Wy* 3, 4 
-i?tKP-2H-l, 5-^>y^***^>. 4, 5-ytKD-lH-2 
, a-**!/*****^ 1, 5-^KD-2, 4-^/;^^^* 
®^>!/S?**-fe^> : 4, 5-S;tKD-lH-2, 3 -'OVf Xtf^ 1 
5-S?KK.n-2, 4-^>y^XtfX 3, 4-ytKn-2H-l, 5 
-/^^/i;fXlf>, 2, 3-S;tKn-5H-l. 

*5/!/5?*X*X 3, 4, 5, 6-fh7th*n-2H-l, 5-^>X;fr* 
tfl/S/X 3, 4, 5,, 6-fb5tKa-2H-l, 6 -«>X***VS>:> 
G<D*yX*W:/i/y ; 3, 4, 5, 6-fh5tFn-2H-l, 5-K> 
V*7)/i/y* 3, 4, 5, 6-fh7tKD-2H-l, 6-^>^r^ 
y^(D^y^79iyy; 1, 2, 3, 4, 5, 

yyy7V*/y^<D<<yyV7v'*y~y ; 2 « 3, 4 , 6 
Fn-i, s-«yvv**vt/y*<D«y s Jy**vs'y'>i* 3, 5-*> 

5H-1, 3, 4-*yVbV**Wym<D<<y^hV* 
*-fetf>;3, 4-J?t KD-1H-5, 2, 1 -^X**Wr-tftr>, 3 
, 4-ytKD-2H-5, 1, 2-^>X^^-9*^T€tf>, 4, 
a- 3, 1, 4-^>X#*1M L 7tft^> 4, 5-J?tKD-3H-l, 2, 
5-/OXWf ^^V*® / <^*W^i;> ; 2. 3, 4, 5-^ 
h5tFn -i, 3, 4-KyX**VV7#*y%<D*yX**VV7*^ 

; 2, 3, 4, 5 -fh7tKD-l, 3, 5 T^T**:/*©** ' 
X?7V7Wy l 2, 3, 4, 5-fh7tKn-lH-l, 2, 5— *2>!/ 

hur^bf>^©^^i/hur-i?tr> ; 4, 5-s?tKn-i, 3, 2-k>v 
twx^^ 4, 5-s?tFn-iH-2, s-«yx*Wf-**y* 3 

4-i?tFP-2H-l, 5-^>X***^X»f>, 4, 5-S;ViKB-3 
H-l, 2-^>X***fIli^ 4, 5-s;tKa-3H-2, 1-^ 
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**V*x.\£y % 2, KD-5H-1, 4-^>X***^xtTx 2 

, 3-S?H KD-5H-4, l-«yX***jr*x.\£y& fc*J*)Jt2 ,3,4, 
5-T-h9tKD-lH-3-/NC>X7-etf>, 2,3,4,5-f h5tKn- 
lH-2-^X7^X 2,3-i/'tKn-lH->f>K-;K 2,3,4,5 

[0 0 2 8] 
[ft 2 4 ] 

»'-(D9-. 

[0 0 2 9] 

LT VNT to * V^ 5 ft** b 9 M©#^«^^»(f 6*1, 5 fc ^ U 9 K© 
3© 313, &>W*L\mtLT\$, 5$ 
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[flS 2 5 ] 




[0 0 3 0] 

±m (2) © O^lt^t^Jc^x^I/St*, i7i-;Hiifil&f 
ts, &s^tt2o0W-xttj*fcofc** (fit, ^fc<fcfc-#©at#*flt 

[flS2 6] 




mi5\mMmz%Lx\<>x i b&^5%^L2M.mit*?o ) x-mznz 

[0 0 3 1] 
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1 ^VM^iS^LTV^^J:^ 5 H L 9 JR«$«I tf'J 

y$», $;7iftr>, #*-9-i?trx troys?:/, t?*y*;x 
9jug«flt * i/tviyty. t/^n^y^y. 

TOfcasfe£LT^T%*v^#*j © rftjftKj i:Btt©%©# 
[0 0 3 2] 



7\*!/-;K 1, 2, 3, 4, 4 a, 9 a-^»t KDAM!/-^ 9, 10 

-s?nKnr*y i, 2, 3, 4— f^t Knr^u 10,11 

-ytK0-5H-^>X (b, f) 7H\£y. 5, 6, 7, 12-fh5t 
Kn^X (b, g) 7in/y, 6, 1 l-SJfc Kn-5H-y/<>X Cb, 
e] 6, 7-S?fc Kn-5H-^>X [c, e] 71?tfX 5, 6 

, 11, i2-f h5tKD^>x (b, f) ryyy, P^y^Jy^y. 9 

H-^MHffex 10, 1 1 -JJfc KnSMl/X Cb, f)**-fetfX 6, 1 



Mfc2 7] 
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X [b, g) **)/S/y % *;/<>yft7x>, 9H-^^-dp-^>-r>, 10, 
ll-j;iiKQ^>y (b, f) f-XtfX 6, 1 1 Kn^>5/ (b 

, e) ^XtfX 6, Kn-5H-S;K>!/ [b, g) 10 

H-7i;f7^x ioh-7i;wx 5, io-ytKD7iti;> 

, 10, ll-tM^Cb, f] (1, 4) frtftfx 10, 11-^fcF 
n*M>X Cb, f] [1, 4) 2, 3, 5, 6, 11, 11a 

-A^ift: Kn-iH-hfnn [2, i-b) [3) 10, l 
l-i;tKQ-5H-^>y (b, e) [I, 4) StTWy. 5, 11-2? 
fcKntM>x Cb, e] Ci, 1} **VWy. 5, li-ytKn^^ 

y Cb, £] CI, 4) ^T*fcT>, 10, ll-j;tFD-5H-^>y ( 
b, e] CI, 4) *J7tty> 1, 2, 3, 3 a, 8, 8 a - A^-tf-fc KD bT 

nn C2, 3-b] W >K-^©3*iCli^>*>**».&**«-ffcim 

[0 0 3 3] 
[ft 2 8 ] 




, 3H--J-7h CI, 8-cd) CI, 2] t7b (1, 8-de 

] -1, 3-**VPy, t7h [1, 8-de) -1, 2-7t*V*?y, 1, 

2, 2a, 3, 4, 5-/sdf1MiKn/<>X (c d] >f>K-;K 2, 3, 3a 
, 4, 5, 6-Adr^fci Kn- 1 H-siyy- (-de) ^;'JX 4H-fcTnn C 

3, 2, 1-ij) =5r;'JX 1, 2, 5, 6-f h5t Fo — 4H — fcfDO C 
3, 2, l-ij) 3f;y>, 5, 6-i?ti Kn-4H-tfnn C3, 2, 1- 
ij)*yy>, ih, 5H-^>y [i j) yyy, 7*£Mj [3, 2, 

l-hi) >f>K-;K 1, 2, 4, 5, 6, KDTiftry C3, 
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2, i-h i) -f>K~;k lH-try'K (3, '2, i-jk] c i ) ^yxy 

Wy, 5, 6, 7, 8-fh7t Fn-lH-hTU F C3, 2, 1-jk] [, 
- 1) /<>X7iftr>, 1, 2, 5, 6, 7, Fn-iH-tru F C 

3, 2, i-jk) [l] Ky-xrWy. 2, 3 -s?n Fn- 1 u-^yx [ 

de] >fV^yU>, 1, 2, 3, 4, 4 a, 5, 6, 7 -;t* # fc Fd^7 h 
[1, 8-bo] 7^>, 2, 3, 5, 6, 7, 8-/\*«MiFn-lH- 

truFCa, 2, i-jk) [i) /<>XT€tr>^(Z)3^S;ii^>-e>» 

[0 0 3 4] 
[ft 2 9 ] 

2, 3, 5, 6, T-^ftKB'Ol/d. 2-b:4, 5-b' )^b?D 

-;k i, 2, 3, 5, 6, 7-A*f-fcFn>>#n/Oh Cf)>f>F-/H* 

0 3 > -gym* p>*mm* & 1 u t t* s **#*ht e> . 

[0 0 3 5] 
[ft3 0] 




2, 3, 6, 7, 8-^iJ-fc Fni/*n*> h Ce) F~;k 2, 3, 4 
, 7, 8, 9-^ttKn-lH-J/?D^>^ (f) U>*©3S|*«| 
^ > € 6 ** jit* £ 1 L T T- 1 S S2> W e> ft 3 • 
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[0 0 3 6] 
[ft 3 1 ] 




[ft 3 2 ] 




[0 0 3 7] 
[ft 3 3 ] 




[0 0 3 8] 

±12 (3) (D rs§-£LTV^%J:V\7x-;i^T% g7x-Mttfiil5:i 
LT WT J: V> j © 7 x UT Wt % <fc 3 m^mmMtm^ 
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[ft3 4] 













G 




e- 




gfc^LT^Tfc.fcv^^g, ^©fi&0#l4g&g£;tb , t^T : &<l:VN5&^L 
[0 0 3 9] 

(i) * 
[ft 3 5] 




e I F I E' A 






XJC«StiTV^T%J:V^5&V\L9M©*a3Rtt3(S^ Rtf 

[0 0 4 0] 
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U7x~l/>, hTl/X ^'jizy, }-7#-fey, 7l/-f7-rX Kyy [a] 7 
yh^-fey, -iy?) [1, 2-a] -Yy^y, S/*n*>* [a] 7it>|> 
try K [1* , 2' : 1, 2] [4, 5-b] JF^fijx 1 

H-2-**v\£\/y % *trn [t?*y$;y-4. 9' 

[0 04 1] 
[ft 3 6] 

--fV>f>Kn [2,1-e] yyy, lH-tf5!/n [4', 3' : 3, 4) tfU 
F [2,1 -a] -fy>f>K-;i/, lH-bTU F (2', 3' : 4, 5] >f $ *V [ 
2,1 -a) -fy-f 2H, 6H — If'JK C 1 ' , 2': 3, 4)-f3*V 

[5,1-a] sfyjyp-ji, ih— fV-f>KD [2,1 -a) Ky>C>f*#y 

lH-tfU.KCS', 4': 4, 5) tfnn (2,1 -a) >f y>f y F-M 
2H-tfyKC4'-, 3*: 4, 5 ) hf O n [ 2 , 1 -a) >f y>f y K-^, i H - 

<fy>fyKn (2,1 -a] -fy F-;i/, 2H-- fy-f>Kn ti,2-a) -fy-f 

y K— /l>i lH-^JrD^ [4, 5] ey^F [2,1 -a] -fy^2/K-/l/ 
, 2H, 4H-tT9/ [4', 3' : 4, 5) [1,3) #*i^V (2,3 -a) 

>fy-fyK-;w 2h-^v^>kd (2,1-a) (3,1) *.yx**vvy 

, 7H-f y>f> Fn (1 ,2-b) (1 ,3) ^>Xt^rfy>, 2H-trUK 

(2', r : 3, 4) (2,1 -a) -f y>f y f— m try F (2', 3' 

: 4, 5) tfy 5 F (2,1-a) >fy>fyF-^/, tfy F [3', 2' : 5, 6) 
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fcflU F (2,1 -a] >fV>f>K-M lH-trVKd', 2' : 3, 4] tTU 

$F (2,1-a] >fy>f>F-;w >fy-f>Kn [2,i-a] ^tyy>, >fy 
>fyFn [2,1-a] */*-9-y>, -fy>f>Kn (1,2-a) ^fy^;ij>, 
>fy>f>Fn (2,1 -b] >fy*yy>, -fy>f>Ko (2,1 -a] df;ij>, 

6H-*^S?y (3', 4' : 3, 4) (1,4] *J7W) (2,1-a] >f y 

>fyF-;i/, rtftr; (2', r : 3, 4] if^y C2,i-a] >f v-f >k- 

2H, 6'H-tfU F (2\ 1* : 3, 4] (1,4] ^7€^/ (2,1-a 

] -fy>fy F~;i/, ih-^v^>kd (i,2-b) (1,3, 4] ^yyhur 
tftry, 2H-^y-fyFn (2,1-a] (1,3,4] /«>y h y rtffcfy, >f 
y>fyFa (2,1-d] (1,4] *yX**VM\iy, 1 H->f y>fy Fa ( 
2,1-b] (2,4] *y)/P7Wy, 1H-- fy-f>Kn (2,1-c] (2, 
3] <iyVV7Wy, 2H->fy>fyFn (1,2-a] (2,4] <\y-JV7 
iftry, 2H->fy^yFn (2,1-d] (1,4] <y^V7V\Zy, 5H- 
>f>Kn (2,1-b] (3] *yX7 J €Vy, 2H--fy>fyFn (1,2-a] 
(2] *yX7Wy, 2H-^fy>fyFD (1,2-b] (3] *yX7Wy 
, 2H->fy>fyFD (2,1-b] (2] KyX7Wy, 2H->fy>f>Fn 
( 1,2-b] (1,3,4] ^>^t^7^>, -fy-fyFn C2,i-b] 
(1,2,6] ^yyhuryt'y, 5h-4,8-^^;-ih- (1,5) V7 
"Wju^y^v j (1,1 i-a] 4 y \i-)\/^0 4n^,m^^y^ynp^ 

[0 0 4 2] 
±!B5S 
Ut3 7] 




(5£#, zm^immtrnMrnzBto ) T^^tis^o^MiiLTtt, ih 

, 4H-tfnn (3', 2* : 4,5] t^DP (3,2,1-ij] ^p;'J>, tfPEI 
(3 ,2 , 1 -jk] ^;Wty-;i/, lH-yn (2', 3':4,5] £PD (3,2 
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,1-ij) *JVy, 1H, 4H-*/#UKy$ (4,5) t?PP (1,2,3-de 
) dpydrif'J^, 1H, 4H-e/*n^>2 (4,5) IfPP (3,2,1-ij) 

tT'J F (3', 4* : 4,5) fcfPP (1,2,3-de) 
>, (1 ,4) **WJ (2,3,4-jk) miM-fr, 1H, 3H- (1,3 
) **VVJ (5,4,3-jk) -hftjVJ-n,, fcTUF (3', 4' :4,5) fcfP 
D (1,2,3-de) (1,4) Ky^^jyy, 4H-l^PP (3,2,1-de) 
7it>^'J^>, 4H, 5 H-hf y F (3,2,1-de) 7itV^'J^, 1 

H, 4H-3a, 6z-V7^fy^U7yf-y, 1 4 , 6a-*?71f 7 
MC7>f>, 4-^-^-9—2, 1 Ob- *;7if 7WD7>f>, 1-^7 
-4, 6a-i;r.-if7;i/^-DT>-r>, lH-fcf^V (3,2,1-jk) jjJlA 
>/-M lH--f>Fn (3,2,1-de) (1 , 5) T^^U (b) 
^7; (2,3,4-hi) >f>Ky$?>, 1H, 3H-/<>^ (b) \Z=y ) (3,4 
,5 -hi) ^r>FU Vy, 1H, 4H-fcf9y (2*, 3' : 4 ,5) tfPP (3, 
2,1-ij) ^;U>, 1H, 3H-K>!/ (b) (3,4,5-hi) >f 
yW$y, lH-tfyh* (3,2,1-jk) */Wtl/-/l/. 4H-3-W- 
1 lh-7*?i/>?n<\zf* (jk) IfrXVy, 2H-7WJ Cl\ 2': 1,2 
) \ZV$i?J (4,5-b) >f>F-;i/, 1H, 4H-*s?U<\7* (4,5) £ 
PO (1 ,2, 3 -de) *J *Wy, 5H-hfU F (3*, 4* : 4,5) bfPP 

(1,2,3-ef) (1,5) KyX**W\?:y, 4H-bfU F (3', 4* : 4, 
5) tfPP (3,2,1-jk) (4,1) K>V^7t?t?>, 5H-fcfyF(3*, 
4* : 4,5) trap (1,2,3-ef) ( 1 , 5) «y*J*7Wy, 5H-t?y 
F (4', 3': 4,5) fcfPP (1,2,3-ef) ( 1 , 5 ) Ky y^T^tf y, ( 

I, 2,4) hV7WJ (6,5,4-jk) -hfrM-fy, (1,2,4) h V 71? 
\Z; (6,7,1 -jk) #;W\V-;b, (1,2,5) VV7WJ (3,4,5-jk 
) 5H- (1,4) TftrVWJ (2,3,4-jk) JVl/W-fr 

, 5H- (1,4) ^7*£\±J (2,3,4-jk) #;W^/-;W (1,4) V7M 
(3,2,1-jk) #;wty~;w (1,4) V7 J i^.J (6,7,1-jk) jj 

;w\V-;w 7W; (3,2,1-jk) #;wv/-;i/, lH-i/^D^^t (4 

,5) fcfPP (1,2,3-de) *J*VVy, lH-*/9U*t* (4,5) £p 
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[0 0 4 3] 
[ft3 8] 




->f;/FP [1,2 -a) /0:*>r$#V-M iH->f>Kn [1,2-b) >f> 
#V-/I/, tfDD C2', 1' : 3,4) [1,2-a) ^;F-M 1H 

t 5H _^ Dn [!', 2' : 4,5) bf^V [1,2 -a) -f >K-/l/ t 2H- 
tfU F C2', 3' : 3,4) tfPP [1,2-a) >f>F-/l/, lH-tTPO [2' 
, 3' : 3,4) tTU F [1,2-a) >f>F-M 1H— f>FP (1,2-a) >f 

>F-;w 6H->fy>f>Fn [2,1-a) >f>F-;w bh— f>Fn [1, 

2-c) (l,3)^X^m lH->f>Fn (1,2-b) (1,2)^ 

yt/f-rvy, tfy 5 f (4\ 5' : 4,5) trys f ti ,6-a) -of-* 

, \£9VJ [2', 3' : 3,4) tfUF [1,2-a) >f>F~>>K 6H-fcfUF 
CI', 2' : 3,4) KTU 5 F [1,6 -a) >f>F-/l/, FP [1,2-b) 

*/>;y>, -okp [1,2-a) ^yy>, -f^FP Cl,2-c) 

y, >f>FP [2,1-b) *^l/U>, -f>FP Cl,2-a) -f 
>FP [1,2-a) [1,8) t7f>J^>, >f>KP C.l,2-b) -2,6—*- 
7?»*jy, -f>FP [1,2-b) [2,7) ^7^yS?y, FP (1 ,2- 
h) -l,7-"f7^y^>, >f^FP [l,2-b) >fy^^y>, >f>FP C2 
,1-a) >f!/*,MJ2/, *f5>KP Cl,2-a) 2H, SH-lfUM 

2', l':3,4) [1,4) S?7^tT7 [ 1 , 2 -a) > F~M lH->f>F 
p [2,1 -0 [1 ,4) <<y\/V7Wy, 2H->f >FP CI ,2-d) [1, 

4) /oy^rif^y, 2H--<>fp [2,1-a) (2,3) *yV*J7W 

y, 2H->f>FP [2,1 -b) (1,3) «vVV7**y> lH-^FP 
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(1,2-10 (2) KyXJWy, 2H->f >Fn [l ,2-a) {1} <<yX 
rwy, 2H--f>Kn (2,1-a) t2] *yxrwy, -f>Ko d. 

2-e) CI, 5] /<>V^7V^, >f>Fn [2,1-W (3) *>X7!/2/ 

o 

[0 0 4 4] 

±135$ 
[ft3 9] 

H 

(:£#, #E#«IBi:Wa5:OTo ) T^Sti§*©*#Mi:bT{i, 1H 
->f*4V CI', 2' : 1,2) try F (3,4-b) >f>F-M IH-^f^ 
y CT, 2' : 1,6) bf'J F (4,3-b) >f>K-/l/, lH->f5^ Cl', 
5' : 1,2) fcTU F [3,4-b) -OF-*, 1H-- f§*V Cl', 5' : 1 , 
6) tf'J F [4,3-b) ^F-M lH-tfU F C2', 1* : 2,3) >f 5 9 
(4,5-b) ^f>F-;W >fS4V(4,5-a) 4S*V(4 
,5-c) tT5VTn (3,4-c) */Wt 2H-t^V t 

i', 2' : 1,5) trna C2,3-b) >f>F-;u, iH-tfnn tr, 2' : 

1,2) tfU^F (4,5-b) >f^F-7l/, lH--f>Fy^V (6,7-b) >f 

>f-;k ih-^fu?; (8,7-b) >r>F-M /f>Fa (2,3-b) 
^p-jb, xf>Kn (3,2-b) >f>F-;i/, tfna (2,3 -a) #;w1V- 

trnn (2,3-b) #;wiy-M ^no (2,3-c) 
p (3, 2 -a) trnn (3,2-b) #;w^y-;i/, tfan (3, 

2-c) trna (3,4-a) *;wt*./-/i/, trnn (3,4-b) 

jWM-jU, tfDD (3,4-c) #;WW-;i/, lH-tT'JF (3', 4' :4 
,5) 7D (3,2-b) >f y F— ^, 1H-70 (3,4-a) !/-/!/, 1 

H-7D-C3,4-b) */WV/-/l/, 1H-7D (3,4-c) 2 
H-7U (2, 3 -a) #;W*y-M 2H-7D (2,3-c) */l//t !/-/!/, 2 
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H-7 0 [3, 2 -a) jjJl/SV-A/, 2H-70 (3,2-c) 1 
H — bf U F C 3 ' , 4' : 4,5] =f-3Lj [2,3 -b) ->f fi; (3', 

2' : 5,6] **\Z<5J [4,3-b] >f>F~;i/, fi; C3', 4* : 5,6] 
[4,3-b] >f>F-;i/, 1H- [1] [2,3-bM 
>F-M 1H- [1] ^>yfx; [3,2-b] ^f>K-;i/, lH-fiy [ 

3. 4 - a] *;i//ty-;i/, 2H-fx; [2,3-b] #;wv/-M 2H-fl 

y [3, 2 -a] *;Wty-^, 2H-fx; [3,2-b] %)VXV~A, i/9U 
[4,5] fcTnn [2,3-f] 3f/*i?-y>, S/?D^># [5,6] tf'J 
K [2,3-b] -f>K-;W tr'J K (2\ 3* : 3,4] i/VU*y* [1,2- 
b] -OF-;W tTU F [2', . 3' : 4,5] l/VUKy* [1 ,2-b] >f>F- 
tf U K C 3 ' , 4' : 3,4] S/?n^># [1 ,2-b] >f>F-M tTU K 
[3', 4' : 4,5] ytUKyfi ( 1 , 2 -b] j'y\l-n,, fcf'J F [4', 3' 
:4,5] i/VU^y* [l*,2-b] jy\?-)l, lH-i/ZUKy* [5,6] 
fcT^ [2,3-b] >f>F-;i/, lH-i/^n^>^ [5,6] ^prtr^y [4, 

3-b] >f>F-;i/, [a] i/#v<y$ (c) 

^f>f; Ci,2-b] jy -iy^J (2,1 -b] jyF-fr 

, [1,2,4] h'JT^V [4*, 3' : 1,2] tf U F (3,4-b) >f>K-/b 
, 1,3, 5- by 7V) (1', 2 ' : 1,1] tf 'J F [3,4-b] >f > F~M 
1 H- (1,4) [4", 3' : 1,2] fcf'J F [3 ,4 -b) >f>F-^ 

, 1H- [1 ,4] tf*^; C4\ 3' : 1 ,6) tf U F [3,4-b] Jy\!- 
;V, 4H- [1,3] tf*^^ [3', 4* : 1 ,2] tTU F [3,4-b] >f > F 

>f>Fn (3,2-b) (1,4) ^>X^^iJ-i?>, 1 ,3-**-0-S>; ( 

6.5- b) 2H-try5KC2' f l':2,3) (1,3) *7V 
J (5,6-b) -fVF-M 2H- (1,3) *78V (3', 2' : 1,2) fcf»J 
F (3,4-b) >f >F-;i/, 4H- (1,3) ^7t>V (3', 4' : 1 ,2) fcf V 

'-• F (3,4-b) >f>F-/l/, -f>Kn C2, 3-b) ci. 4) *yy*rvy, 
-f>Fn (3,2-b) (l ,4) tKyVf-rW, -f>Kn (3, 2-c) (2,1 
) KyV*7t?y, i,4-*7i?J (2,3 -a) #;wiy-;b, [1,4] ^7 

VJ [2,3-b] jjJlXV-ft, [1,4] ^7i?7 (2,3 -c) 
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, 1,4-*TVJ C3,2-b] *;wty-;i/, 1,4-fTVJ (3,2-c) "* 

lH--f>KP (2,3-g) ttVVy, lH->f>KP (3,2 
-g) -7tV*J>, [1', 2': 1.2] tTUK (3,4-b) >f2/F-/l/ 

, tT^V (1\ 2': 1,2] tTU F C4 ,3-b) >f> lH-bfUK 
[2*, 3* : 5,6) \£9VJ (2,3-b) >f>K-;W 1 H - tT >J F ( 3 2 
' : 5,6] (2,3-b] A > lH-tTy F (3\ 4' : 5,6 

] tr^y [2,3-b] ^F-;i/, try F ci', 2' : 1,2] tr y $ f C4, 
5-b] w>k-/i>, try f (i\ 2' : 1,2] try 3 f (5,4-b] -ok- 
try F (2\ r : 2,3] try 3 f [4, 5-b] >f>F-;K try ^ f c 
i', 2' : 1,23 try f C3 ,4-b] >f >F-;i/, try ^ F Ci\ 2' : 1 ,6 
] try f C3,4-b] a >F-;w try 5 F [5', a' : 5,6] tr^; [2,3 

-b] >f>F-;V, (4\ 5' : 5,6] MtT^y C4,5-b] > 

F-;i/, iH->f>Fn [3,2-c] i/>yy^, iH->f>Fn (2,3-b] 
*y*-y-y>, 1H-If7^; [2,3-a] #;wty-;i/, [2 

,3-b] #;w\v-;w lH-^yi?; [2,3 -c] #;ww-;i/, iH-try 
#S>V [3,4 -c] #;wii/-M ih-£U*W [4, 5-b] 

, 1 H- try ^ F (4,5 -a] */l//t!/-/b, lH-tTy^F (4,5 -c] 

A*y-;i/, 1 H-try ^ f (5 ,4-a] ^wvy-M iH-try^F(5,4 

-b] *^7t!/-* f lH-tfy^F [5,4-c] *A,XV-M 7H-1.4- 
V**V) [2', 3':. 5, 6] [1,2] [3,4-b] -OK-*, 

6H- [1,4] KyWtti/J [2,3-b] >f>K-;b, 6H- (1,4) * 

[2,3-b] -T5/K-/1/. lH--f>Fn [2,3-b] -1,5- 
■^7^y^>, lH-W>Fn [2,3-b] (1,6) t7f'jy>, 1H-- f 
> FO (2,3-b) (1,8) ^7^y^>, lH->f>FD (2,3-c) -1, 
5-^7^y«?>, lH--f>Fn (2,3-c) (l,6)^7^y^>, 1H 
->f>Fn (2,3-c) (l ,7) irjf-vyy. lH->f>Fn (2,3-c) 
(1,8) t7f'jy>, lH->f>Fn [3,2-b] - 1 ,5-f-7^y 
1 H->f > FO (3,2 -b) (1 ,7) ^7^y lH->f>Fa (3,2- 

b) {I ,8) i-7TVVy, lH->f>Fa (3,2-c) (l,8)^-7^y$? 
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y, jfyfu (2,3-a) *JV*?y, *>Kn C2,3-b] ^^U^>, >f > 
FD [3,2 -a) *;'JS», -OFn C3,2-b) df/US?>, tT^ [4* 

3* : 5,6) tfU F (3,4-b) W^F-^, t?U K (4', 3' : 4,5) bf 
^ [3,2 -b) Ay F-M tf'J F C4', 3' : 5,6) (2,3-b) 
^j/F-H,, tTU F C4*. 3' : 5,6) £5/ [3,4-b) >f > F-/l>, 1H 
— f>Kn (2,3-c) >fv^yu>, lHH>Kn (3,2-c) >fV*/U 
lH->f>Fn [2,3-c) *;U>, lH->f>Fn [3,2-c) *>Mj 
>, lH-tfUF (2, 3 -a) lH-tfUF (2,3-b) #;W1 

y-;V,lH-trU F [2,3-c) *;W^/-;P, lH-tfUF (3,2-a) * 
;WV/-;W lH-bfU F (3,2-b) lH-tfU F (3,2-c 

3 Xfrflsj-j,, lH-KfUF (3, 4 -a) ij)\zA s J—)\/, lH-tfUKO., 
4-b) HfrA^-fr, lH-tTU F (3,4-c) */Wt!/-/l/, 1H-U'JF 

[4,3 -a) #;W^-/l/, lH-bT'J F C4,3-b) 1H-* 
UK (4,3-c)'*A/W-M lH-dr>FU>, 1H-^>K'J>, 1H 
-t?5 7 (3', 4* : 5,6) (4,3-b) >f>K-/l>, CD *3>f* 

5^ (2,3-b) >f>F-M (1) 7 (3,2-b) >f>F-;K C 

1) K^^bf^y (3,4-b) jyF-Jl, (1) «yW9J (4,3-b) >f 

>F-;w (2) ^^tr^y C4,3-b) >t^f-;k (2,3-a) * 
;wiy-;b, tr?; (2,3-b) (2,3-c) *;wiy- 

;w tr?; (3,2-a) #;wv/-;k tr?/ (3,2-c) */w^-/i>, tT9 

/ (3,4-a) 'HfrM-JU, lH-ikZ74JVJ (4,3-b) -f > F— /l>, 

(1) z^^^w; (2,3-b) ^>f-;k (1) «yyi"**9J cs 

,2-b) -f^K-M (13 ^V^tT^ (3,4-b) >f>F-M (1) 
^^yft^; (4,3-b) -f>K-M (2) [4,3-b 

) >f>F-;i/, iH-^y (a) iH-^y (b) */w*vr- 

lH-^>!/(c)*^/-*. (1,6,2) (2', 3 

' : 1,2) t^J F (3,4-b) -f > K-;i/, lH-7iftfy [1*. 2* : 1,2 

) try k (3,4-b) >f>F-;K m-truK d'. 2' •. 1,2) rtftv 

(4,5-b) >f>F-M 2 H - tT 'J F (1\ 2' : 1,2) 7WJ (3,4- 
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b) xf^K-M lH-tfU F (3', .2' : 5,6] (3,2-b) A V 

K-;W lH-trUKC4 , > 3' : 5,6) [3 , 2 -b) >f > K-;i/ 

2H-tfU F.(2\ 3* : 5,6) (2,3-b) -OF-M 2H 

-bf'JF (2\ 3' : 5,6] #*izt?y (3,2-b) >f>F->>K 2H-tfU 
K [3*, 4' : 5,6) #*-fet^ t3,2-b) 4 tf U K (2', 3' 

:4,5) istU^* Cl,2-b) ^F-M IfUK C3', 2': 3, 4) * 
# DA^^ [1,2-b] >f>F-;W tfU F (3', 4* : 4,5) S^D'S?* 

(1,2-b) -OK-;K bf U K C3*, 4' : 5,6) S/S'P'V?* (1,2-b 
) >f>F-M 2H-a; C3', 2' : 2,3) (4,5-b) ^>F 

-M lH-OKn (3,2-b) (l.Bj/OXWf^, 1H-43/ 
Fo (3,2-d) Cl, 2) «y***W£y, iH->f>Fn C2,3-c) 

(i,5) Ky^l-rwy, (i,4) (2,3-a) #;w^/-^, 

^Fn (2,3-b) (1,5) ^ywrwy, >f>FP (2, 3-d) (l, 
3) /ovwet^, >f>Fo (3,2-b) ci,4) siywrwy, 4 

y\tU (3,2-b) (1,5) /OV^7*t:>, -OFP C3,2-d) (1,3 

) «.y^j>j7Wy, -f^Fn (3,2-d) (2,3) «ywr*\&. 

Fn (2,3-a) (3) Kyxrwy, >f>Fa (2, 3-c) (D^T 

i?tf>, -f>Fn (2, 3-d) (1) /<>>:7«>, .-^KD (2, 3-d) ( 

2) *>X7if*>, <f>Pn (3,2-b) ci) *>X7«:/, >f>Fn ( 

3,2-c) (1) K>X7^t!>. -OFD (3,2-d) ( 1 ) /OX71?t?> 

, iH->f^Fn (2,i-b) (3) Kyxrwy, ih- CD ^X** 
■feif; C5,4-b) >f^F-;v, ih- C2) ^xm^ (4,3-b) >r 

>F-M IH- (1) 'OV^xtfy (4,5-b) -f>F-;W IH- (1) 
/OV^xt?; (5,4-b) >f>F-;i/,,^>^ (3,4) is?U<\7* (1.2 
_ bl ^ ^ p— /|, f (4,5) i/^OA^ C 1,2-b) K-^V, 

r/ (5,6) */*n^* (1,2-b) >f>F-;i/, (6,7) s/^n^ 
* (1,2-b) >f>F-;w s/^n/v?* (b) #/wiy-;v, 4H- (i,5) 

(5*, 4* : 1,6) tTU F (3,4-b) -f^F-M 7VW C 
I', 2' : 1,2) tf'J F (3,4-b) -OF-M 2,6-^;-2H-7^ 

4 7 .ffifE#2 0 0 3 - 3 0 0 6 6 0 0 
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w [4,3-10 of-*, 3,7-^^;-3H-m; (5,4-b) a 

tfUF (1', 2' : 1,8] (5,4-b) OF-*, tfU 

F (4\ 3' : 6,7) **VW (2,3-b) > tTU F (4', 3' 

: 6,7) (4,3-b) OF-*, l,5-*#7-lH-7i?W 

(3,4-b) OF-*, 2,6-^^;-lH-m; (5,4-b) OF 
lH-bf'J F C3", 4* : 5,6) S/*n*** tl ,2-b) >f^M 
l,4-X*;**yW [3,4-b) OF-*, [3*. 4' : 5,6 

) */*B#** Cl ,2-b) -f > F-*, 1H-OFD [2,3-c) (1,2, 
5,6) Ky^rYvWy, lH-OFn (2,3-c) (1,6) 

6, 1 3b-;**y-l 3bH-7€W ( 5 ,4 -b) >f V F~*. 

yw (3,2-a) #/wty-*, iH-^yy (g) ffn^f CW 4>F 

— 6,3- (>fS7**,0 -2H-l,4-f7^ (9,8-b) OF 
1H..8H- (1,4) ****J-J (4', 3' : 1,2) tT U F [3,4 

_b]OF-*. 2H-3,6-xit;ry->' (5,4-b) of-*. 2H 

_ 3 j7 _^^y 7if*/?n?y-rW (5,4-b) OF-*, lH-6,12 

(5,4-b) OF-*, (3,2-e) (2) 

X7y~y, 5,9-*#7 7^>*n?>7^ (5,4-b) 3, 
6-X#7-3H-7tfW (5,4-b) OF-*, 3,7-^;-3H- 
7if>>?n<^7 : W (5,4-b) OF-*, tT9/ (4', 3' : 8,9) 7 

i?w (5,4-b) of-*, ih-ofp (2,3-c) (1,7) oy. 
V7*t/y t ih-ofd (3,2-e) (2) «yxr*t/y* «yv W 
brna (3,2-b) w y F— *> t<0 C3,2-g) OF-*, 

K>y (e) tfpn (3,2,1-hi) OF-*, «y*J (e) (3,4-b 

) o F— *, Cg) trnn (3,4-b) OF-*, iH-/<yy (f) 

tfDP [1,2 -a) OF-*, lH-^yy (g) tf D D (1,2 —a) -f >F 
-;W 2H-Oy (e) tfDD (1,2-a) OF-*, 1H"^ CO * 

no C2,i -a) OOF-*. iH-oy Cs) eon (2,1 -a) o 

OF-*, 2H-/<yy (e) ^OD [2,1 -a] OOF-*, OO 

Fo (6,7,1-cde) OF-*, (S/^n/s^y-1,5'- (5H 

4 8 ffi$E# 2003-3006600 
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) tfan (2,1-a] -fV>f>K-^) , -fV^Fn [7,1,2-hij] 
y>, 7,1 l-**;7l/W CI, 2 -a) >f>F-M 7,1 1-**77V 
is; [2,1-a] -ry4>K-*. SM:/* Ccd,f] -fyF-*.-**** Ccd 
,g] >f>K-;i/, JM:/JC [d,f] >f>F-/l/, [e,g] >f>F- 

[e,g] -f !M>F-/1/, t7h Cl,2,3-cd] F- 
IV, i-yh tl,8-ef) 4 2/F-*. t7h (1,8-fg) -f > F-*. 
[3, 2, 1 -cd) -OF-M lH-t7K(1.2-e)>f>K-;V, 1H_t 

?b ci ,2-n -r^F-*. iH-t7b [1,2-g] -of-m IH-t 

7b [2,1-e] 4 2/F-*. lH-t7h (2,3-e) -f^F-M lH-t 
7h (1,2-fl -fV^F-*, lH-t7b [2,3-e] ^_M>F-M 
(lH-W^-l.l'-^O^Wl » (2H-*» 

;^;-;i/-2,i'-^7D^t» , *t?n [3 H-**rti/-/i/-3 , l* - 
2/^0^*» , is9U<s7* [4,5] tfon (3,2-f) *;'J>, 
[4,5] tfno [3,2-K) 7iftf^ [4,5-b] 

[e] ^>F-;W Cl,2-a) [0 -OF-*, 1 H " 

Tifbfy [2,1-a] /OX CO >fV-f3/K-/l/, («3 ffH^ [ 

b) -f>K-M Cb] S^a^s:/* (b] ">f>K-iu*©4«««l^> 

[0 0 4 5] 

Mb 4 o] 




-PVUU [2, 3-b : 3', 2', l'-hi] -f^F-M 

■«v*v-\, 2* d'H) -bfnn [3, 2, i-hi] ^F-;iO . 
d u%XWVy-t> V (2'h) - [4H] t;nn [3, 2, i-i j) 

4 9 fflSEft 2003-3006600 
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*;U»,, try K (2, 3-b) bfnn C3, 2, i-hi) -f>K-;b, if 

U K (4, 3-b) hTOn [3, 2, 1-hi) (de) if 

□ D (3, 2, *;U>, SH-tfan [3, 2, 1-de) 7#U 

lH-tfnn [3, 2, i-de) 7x*>MJ3». C^^a^ 

6'- C6H] fcfnn (3, 2, 1-i j) *JVy) , 4, 9- 

)i3t;ifnD [3, 2, i-im) [l] «y*J7Vi/y, i*/ta<\7 
*y-i, 6'- [ 6 H) hTnn [3, 2, *JV» , lH-tf5 

y [3, 4-d) tfnn [3, 2, l-jk) (13 KyXYWy, 3H-^ 
>y (b) trnn C3, 2, i-jk) [4, 1) k>x****i^>. 7H- 
-f>Kn [1, 7-ab) [4, 1] ^>;Or*-9"i£fc?>, Cb] tfDD 

(3, 2, l-jk] (1,4) ^>y^7€tf>, >f >Kn (1,. 7-ab) 

Ci, 4) Ky^vrWy, >f>Fn (i, 7-ab) (1) /<:/X7i?if> 
, >r>Fn (7, i-ab) (3) Kyxrwy, ih-^da^ (d) 

(3, 2, l-jk) (1) KyXjVMy, VfWJ (3, 2, 1- 

h i) > K — 71/— 7 (4H) , l'-J/i'DA^^ , 4H-5, 11-* 

#;tfDO (3, 2, i-no) CD /^XT-if^n-^x^, atrn ( 
7-et?7 (3, 2, i-hi) >f >F-;i/-7 (4H) , i'->/>?u*>?*y 



[0 0 4 6] 



[ft 4 1] 




o 



5 0 
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i- ,2- 1 km- a y k v ;i/ ; l- ,2- * «3- -f y > K y ;i/ 

; 2-^feii3-^>l/77-;i/ ; 2- £ fc{i3-^> !/f*77-^/ ; l-*fe«3 
-^>X>f ; 2-/<>X^-=3r-!fyU;i/ ; 2-'<>yf7 , /'J^ ; 1,2- 

^>X-rv^7y-;i/-3->f;i/ ; l,2-K>X>f v^-9-y-;i/-3->f;b ; 2-, 3-* 
tcm-*J VJUi l-,3-£fc»4--f 7*/ U;i/ ; 2-*fett3-drydp^yn 
;V;l-^feli4-7^7^;mil 1,8-7-7^'; ^>-2-f;W 1,5-7" 

7^y ^^-3--f;i/^if®7-7^y s?-;t> ; 2-&tzm-*j-9V-)i ; 3-tfz. 

Aril StKIt mMM&^LTV^fc^;.*; 
[ft4 2] 

0- CO- £& CO- 

» P 1 .. R » R* » 




[0 0 4 7] 



5 1 



ffi|E#2 003-3006600 



^2 002-0 72027 



if), -ha, i/7 A An^-fbSftT^Tfc^c^gT^n* 2/, au>?> 

T^iV^gT;!/^^^^*-;!/, JftM;i/7S A AD^-fb^ftT^T^J: 
v^gr;!/^-*;^*^ K, c^gT^n^iz-^^^dp-y-^ K, c^ru 
3f;b;Ul/*-;i/73 A C^gT^^r;!/-^;!/^-;^^^, C^gT^n^rS/-^ 

LT'jj^ftS ''g^g$ : ^tTV\T%j:V\C 1 _ 10 7;bdpi/>*J SCfcttS l"c 
^K^I/* b>& tbXlt, - CH 2 _ > -(CH 2 ) 2 -, -(CH 2 ) 3 -, -( 

CH 2 ) 4 — , — (CH 2 )g — , — (CH 2 )g — , — (CH 2 )y— , — (CH 2 )g— , — (CH2)g — , — ( 
CH 2 ) 10 -, -CHFCH 2 -, -CHF(CH 2 ) 2 -, -CHF(CH 2 ) 3 -, -CHF(CH 2 ) 4 ~, -CF 2 
CH 2 — , — CF 2 (CH 2 ) 2 — , - CF 2 (CH 2 )g- , — CF 2 (CH 2 ) 4 _ , — • (CH 2 )gCH(CHg) — , 
-(CH 2 ) 4 CE(CH 3 )-, -(CH 2 ) 3 CH(CF 3 )-, - (CH 2 ) 4 GH(CF 3 ) -, -(CH 3 )CHCH 2 - 
, -(CH 3 )GH(CH 2 ) 2 -, -(CH(CH 3 )) 2 -, -CH 2 CH(0H)-, -CH 2 C0-, -(Ph)CHC 



[ft 4 3] 



0 



o 




[0 04 8] 



ffiSE# 2003-3006600 



#2 0 0 2-0 7 2 0 2 7. 

Ift4 4] 

• T 

— N-Lj— X— Ar 2 • 

'* 

, Ar 2 fc©H-C**:je&aUTV\T%>J:<, Xtt»^#, ftM?XH:£XA(? 
fea*U Ar 2 «gH«S:^LTVNT : feJ:V^#Sai:^-r. ) 

, RhfaSaft* rg&g££bT^T%J:V^tt3igj 0 rg&gj ilfH® 

©:&©*>we>*i, *©tt»aHmi*v*Ls«T»*<&. 
RfcLt, #*b<}±, -fcmmmt. nutfym* m£L<iz?)i*um 

2&V^4©=fc©#2§£tfe>$lS. 

j fcfctts rg^gj tm^©%©^#tfe>*iS. 

L 2 £bT#* b<», 0S*.tf, -(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 2 ) 4 -, -CF 2 
CH 2 -, -CF 2 (CH 2 ) 2 -, -CF 2 (CH 2 ) 3 -, - (CHg)CHCH 2 -, - (CH 3 )CH(CH 2 ) 2 -, 
-CH 2 CH(0H)-, -CH 2 C0-, - (Ph)CHCH 2 -fc£? #W £*lS 0 

Ar 2 «n5 rgjJH£S^LTV>T%J:V^#ail£j © r^»«j £b 



5 3 



ffifE# 2003-3006600 
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7>j;k trny/k -Y$4Vy;k bT^/y 

LWCfc A <j © r«$«j fcR8©fc©##tfe>*u 
i6Rtti&v*L5«T!*s. #£L<«, ad^> (7;i/#n, *nn 

hn, 75 A t/7J> iJJVA^JV. C 1 _ 6 7;l/^;l'T*W$tlTV^T : foJ:V^ 
^;b/t^>f;i/Xtt^;i/^^T*gg|$tlTV\T : fe)<fcV\7^ y (NHCHO, NHC 
ONH 2 , NHCONHMe^) , C 1 _ 3 7;i/* 1/2/57**3/ U 1/> 3?tf*S/ 

30 > c 1 _ 6 7^^^f«SlS*lTv^r%J:^^75y*;^>K=.-n/**^/ifi (75 

) sa t 5*VNt7MS^75 ;-#;i/#-;i/**5/ ( u-troy s?-/b) 
R#Ar 2 fc©w-ej&* , r$«i:LTtt, 09*. tf* 

[ft 4 5] 

-CO XO 00 -oo 

» ' tuts " 



54 
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H&4 6] 

\ 

[0 04 9] 
[ft4 7] 

^ -o -o O -0 

H V-NH \^ h H 

* % % % s 

H 

N— \ 0— v H 

■o V ~Q -O -o 

% * V » % 

- ^ ^ -n O 

-N NH -N 0 -N S N — S N 

V / V / \ / H H 

* * s \ % 

[ft 4 8] 

~C nh 



5 5 
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-L 2 -x-Ar 2 ca*, 4HB*ttim&Uiifcaci'. 3 wansitiiH* 

© s &©&5&LWt ! &J:H. 
[0 0 5 0] 

[ft 4 9] 

L 2 ^LT« : *b<tt, "(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 2 ) 4 -, -CF 2 CH 

2 -, -CF 2 (CH 2 ) 2 -, -CF 2 (CH 2 ) 3 -, -(CH 3 )CHCH 2 -, - (CH 3 )CH(CH 2 ) 2 ~, - 
CH 2 CH(0H)~, -CH 2 CO-, -(Ph)CHCH 2 *t<5. . 

*yff*b<tt, 7x-/b«xtf>f 

) , tFO^, C^gT^/n^S/ (*h*S/, ib^f^) . -hn, 73 7 

, *^^=E^f;i/, c 1 _ 6 7;b*;i/T?tt$£tiTv^%)<kv^;w'\* ; E>f ;t/ 

Xtt*;i/3;bT'M£;ftT^T%>«fc^7^ (NHCHO, NHCONHg, N 



5 6 
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HCONHMe*) > C^TA,* l/yp***/ {**\/y , C^g 

t^y */M?-/i/**3/<o ^6j8«*i& i ft^Lsmmfbtiz. 

[ft 5 0 ] 

? 

— N-L^— X— Ar 2 

, L 2 fcLT#*U<tt, Mill -(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 3 )CHCH 2 -, 
- (CH 3 ) CH (CH 2 ) 2 - if # & tl S . 
XilLTtt, »-&#3W*LV^ 

Ar 2 tlt»*l<lt (l)AD<f> (7;b#n> ?Dnf) , (2) 

U*?)Vm) , (4)tKD*J/, (5)C 1 _ 6 7;i/3^rt/ xb^r^) 

, (6)xhn, (7)7$ A (8)c 1 _ 6 7;b*;i/T?{IgS£ftT^Tfc<kv^;w^>f 
;i>X&*;i/*;i,T'gM$*m>T*>«fc^7$ y (nhcho, nhconh 2 , 

NHCONHMe^) , (9) C 1 _g7;i/*b (*^l/>S?**S/<80 
[0 0 5 1] 

it&® (I) il L/T> ff*U<tt, Ar^ 



5 7 
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[it 5 1 J 




(^^« . (iii)7$A (iv) Cj.gT^^^T^y 

(viJlMySJA (vii)l-tf/^^i?-;K (viii)N-*^;i/-l-fc>52S; 
x;k (ix)N-7iZ^;i/-l-tf^5^-;i/, (x)*;bjfcUA (xi) A^fi^f- b> 

(xiiMs*vy/i/, (xiii)c 1 _ 6 r;i/^r;i/ tx^fMts 
tlTv^T : b<};v^*;^/j<^^T»@^$^lTv^T : feJ;v^c 1 _ 6 7;l/=^r;l/ (^nt:^ 
)> (xiv) ffi^7;b^;b-*;u^-;i/7^ y (7-fef-;i/7^ 7^0 , (xv) © 

7;i/^^ , c H r*^ d^^) T*x*-r;i/ 

it:$tiT^T%j:VN^;i/3K^e/T*TOStiT^T=bj:v\c 1 _ 6 7;i/^> 

Ltf-(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 2 ) 4 -, "(CH 2 ) 5 -, — CHFCHg — , -CHF(CH 
2 ) 2 -, -CHF(CH 2 ) 3 -, -CHF(CH 2 ) 4 -, -CF 2 CH 2 ~ % - C F 2 (CH 2 ) 2 -, -CF 2 (CH 
2 ) 3 -, -CF 2 (CH 2 ) 4 -, -(CH 2 )gCH(CHg)-, - (CH 2 ) 4 CH(CHg) -(CH 2 ) 3 CH(C 



5 8 
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F 3 ) - , " (CH 2 ) 4 CH (CF 3 ) - , - (CHgj CHCH 2 - , - (CHg) CH (CH £ ) 2 - ; 
[ft 5 2] 

L 2 *«, -(CH 2 ) 2 -, -(CH 2 )g- -CF 2 CH 2 -, -CF 2 (CH 2 ) 2 -, -(CHgjCHCL,- 
, -(CH 3 )CH(CH 2 ) 2 -, -CH 2 CH(0H)-, -CH 2 C0-, -(Ph)CHCH 2 -; 

Ar 2 #(l)AD4*> fODf), (2)C 1 _ 6 T^*-n/ (*3VK 

, (5)c H r;i/n^i/ (*h*s/, xh*s/$0, (6)-ho, (7)7*a (8) 

^77, (9)*^^<^, (10)C 1 ^7^=¥;^T*fi^$^TV^T : fo«^:V^*;W^* ; e 
^';^X^±5i-^;^^;^T«S4^■tv^T%j;v^75y (nhcho, nhconh 2 

, NHCONHMe*) , (11) C^TJl* WV** */ (**Uy 

) , (12)C 1 _ 6 7^;bT*M2;ri''tVNT : &J^7 5 ;!/#-;!/:* (7 

30 , (i3)5&v^7MS^7sy-#;i/#-;i/tf*$/ ( d-braus*-*) * 
/I/jKs/UjT^S/, W) V J Xtotf-fr***/*) , Rtf(14)C 1 _ 6 7/l'*/I'*e 
fiHftstiT^TfeJcv^r^ ^ (7S y*;i/3fcx;k 
*x;k VtrfrTS. J ^6»»tfn6iitMfiftiav^5** 

[0 0 5 2] 

fls£« (I) <z>513> * 



5 9 



W2 0 0 3 -3 0 0 6 6 0 0 
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[ft 5 3 ] 

OR 

II I 

Ar.-C-L.-N-Lr- X-Ar 2 (, a) 

A^ 1 ttiKftSS:%bTV^T*«feV^-«!&^^LIZ3««tt^>•^>aS 

is^ttiriBfcMasr^t. ) -esistisfls^* oar* ft£$j (ia) mm 

£bTV*T*>J:^5*fctt6JI3rSJ|U6j © f 5 * fe tt 6 M^f*««j # T 7x 
[ft 5 4 ] 




Areata*!,* .^g^aS:^L/TV^T : fe)«j;^I:^^V^UEg^li^'<>•^> 

rgglg&^bTVNTtJ^C!.!^;!/* ©313, HtMIR 

6 0 fflfE# 2003-3006600 
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gS^j .fcbTtt, l Testis rg^$ : %L / -cv>'r*J:v^c 1 _ 10 T>n/^u>« 

L 1 ilLT^*b<«, 01*. tf, -(CH 2 ) 4 -> "(CH 2 ) 5 -, -(CH 2 )g-, -CHF 
(CH 2 ) 3 -, -CHF(CH 2 ) 4 ~, -CF 2 (CH 2 ) 3 -, -CF 2 (CH 2 ) 4 -, -'(CH 2 )gCH(CHg)- 
, -(CH 2 ) 4 CH(CH 3 )-, -(CH 2 ) 3 CH(CF 3 )-, - (CH 2 ) 4 CH(CFg)-fc£jWf &*l 

[0 0 5 3] 
(la) tbX, ft£L<\$, Ar^ 

[•ft 5 5] 

co- £& Co- 0 xx> R Xo 

R 1 R 1 * R 1 * R 1 * R 1 * 




L 1 ^-(CH 2 ) 4 -, -(CH 2 ) 5 -, -CHF(CH 2 ) 3 -, -CHF(CH 2 ) 4 -, -CF 2 (CH 2 )g- 
, - CF 2 (CH 2 ) 4 - > - (CH 2 ) 3 CH (CHg) - , - (CH 2 ) 4 CH (CHg) - ; 
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[ft 5 6] 

iii)C 7 _ 16 75;i/^;b 

L 2 ^, -(CH 2 ) 2 -, -(CH 2 ) 3 -, -CF 2 CH 2 -, -CF 2 (CH 2 ) 2 -, -(CH 3 )CHCH 2 - 
, X»-(CH 3 )CH(CH 2 ) 2 -, -CH 2 CH(0H)-, -CHgCO-, -(Ph)CHCH 2 ~; 

, (6)C w r*3*J/ (*h*^ H>^), (6)-hn, (7)7SA (8) 

<ifrXKM$frT!MMisinXKX%*^7§J (nhcho, nhconh 2 

, NHCONHMe^) , (U)C 1 _ z 7n<*rl'yV***/ (*?U 

) , {12)C 1 ^7fr*WU&i<toX»X%*^7$J%A'iR-fr**$'X (7 

jb**t/* *?**ji/7$Jjjfr#}n'**Ss, pji^)V7^ 

30 , (is)5*v\b7Jiai«75y-* < n/>K-'-n/**S/ ( (l-tfnys*-/!/) * 

;i/7jf-;i/^-^i/, tf^u ^y^^^-;i/^^r^^) , (mjc^t/i/^/i/t?** 

v n X % J: v^ 7 i-^X IM>F U ;HT' % 6 £ *i 6 . 
[0 0 5 4] 

KG® (la) £UT, *»Jff*l/<tt, Ar^ 
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[ft 5 7 ] 




•f^:$tlTv^^:%<J:v^^;^5K^i/T'g^$^lTv^T%<J:v^c 1 _ 6 r;b^;I/ 

L 1 ^-(CH 2 ) 4 -Xtt-(CH 2 ) 5 - ; 
[ft 5 8 ] 




— N— Lj— X — fv 2 



L 2 ^, -(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 3 )CHCH 2 -, Xtt- (CH 3 )CH(CH 2 ) 2 - ■; 

Ap 2 #(i)ad^> (7;M*n, *nn*) , e)c H r**A (**/Hf) > 

(3)C w r^3*^ (*b^>> > (4)xhn, (5)7^*^*- 

6 3 ffigEft 2003-3006600 
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[0 0 5 5] 
[ft 5 9 ] 

Ar.-C-^-/""^-^— X-Ar, (lb? 

Argtt*«*l:«l/T^T*J:V>H*&VxblZ3«*«^>^>*afi 
L3tt«laft*l/TV^■C%J:V^C M 7^*l/>«*#^ *©fS©& 

t* £*:*>&*) Xtt*©*tt*r£fc£*n»**. 

£bTVVCfeJ:^5*fctt6K3r#«aSj © r 5 * fc tt 6 K*#««J # r 7 x 

©«£, £ r7i-Mj fcbT^if 
^^©^©tftfctf&ftS. #*b<tt, 

[ft 6 0] 

o^5" 9?" ° 

0 ttdt 

A9MSfc*U *3«»*m»MfbTvvc*.J:<J 0 ™* J tb 
tW fctt&as £ IW$© BISI© * ©tf^rf 6 ft*- 
L 3 -e*aft6 r«wift*bT*^%J:v^c M r^*i/>»J fctrtt, l 

2fcV*b4©*CD#3*tf 6ft*. 

6 4 fUEW2O 0 3 -3 0 0 6 6 0 0 




#2 0 0 2-0 7 2 0 2 7 

&£j tbXit, l Testis rgf|g£#b^Tfc<fc^c 1 _ 10 7;i/*u>* 

L 3 ilb-C« : ^L<^ «*.«, "(CH 2 ) 2 -> -(CH 2 ) 3 -> "(CH 2 ) 4 -, -CHF 
CH 2 -, -CHF(CH 2 ) 2 -, -CF 2 CH 2 -, -CF 2 (CH 2 ) 2 -fcif ^*W&*l« v ' . 
[0 0 5 6] 
(lb) thX, «F*L<tt> Ar 3 ^ 

[ft 6 1 ] 




L 3 tf-(CH 2 ) 2 - -(CH 2 )g-, -CHFCH 2 -. -CHF(CH 2 ) 2 - -CPjfV' -CF 
2 (CH 2 ) 2 - ; 

L 2 #, "(CH 2 ) 2 -, -(CH 2 ) 3 - -CF 2 CH 2 -, -CF 2 (CH 2 ) 2 -, -(CtyCHCH,,- 
, Xtt-(CH 3 )CH(CH 2 ) 2 -, -CH 2 CH(0H)-, -CH 2 C0-, -(Ph)GHCH 2 -; 

Ar/(i);\a^> (7/i/*a, vunm , (2)c 1 _ 6 r/i/*/i' (**7i>, x^ 1 
, (3) Any 7 c^r (hU7**n*f-;i/$) , (4)tKn*s/ 

, (6)C H r*3*S/ (*h**>, Xh^f), (6)-hD, (7)7^A (8) 

2/7 A 0)^;!//^^^ (lo)c 1 _ 6 7;^=¥;^"esms4^Tv^T ; b«l:v^^;^A ; E 
>f^Xtt*^5^/ , Cil*anTV^%»J:V^7^y (nhcho, nhconh 2 
, NHCONHMe^)', (11) C^gT^* U> U*l/>5?#*S/# 
) , (12)C 1 _ 6 7;V^;^T*fiSIS^lTV^T : fe)<^:V^7^ (7 

^) , (i3)5&v>i;7fia^7 5^-*/i/*-/i/**s/ ( (i-^au^-;i/) * 



6 5 
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#2 002-0 72027 

/Utfs/l/***, tT^U VJ a/I/;*-****;*) , (l^Cj.gT***^** 
3*lTV^ ; fc<}^7^:*/l>*-/l' (75/^/1/^-/1/. *^/l/75 / */!/*- 
/I/, S?^f-/l/75 ;/ */!/*-/!/•) *^&atf*l*««*«:lftV^5**^ 
vn t t> <fe v > 7 i-;vSX tt>f > F U /USt? * 6 W & ft* . 

[0 0 5 7] 

(lb) fcbT, *y#*b<tt, Ar 3 tfi 

[ft6 2] 




L 3 ^-(CH 2 ) 2 -; 

L 2 tf, -(CH 2 ) 2 -, -(CH 2 ) 3 -, -(CH 3 )CHCH 2 -, -CH 2 CH(0H)-, -CH 2 C0- 

t 

Ar 2 ^(l)/\ny> C?/l/*0> fDD^) > (2)C 1 _ 6 7/l/*/l/ (****) > 

(3)C 1 _ 6 7/b3*^ > (4) -Ma, (5)tKn*i/*# 

[0 0 5 8] 

(I) * (Ia)Xtt(Ib) r©-*^ft*i:l/Ttt 

, 7 «&»i:0&> mil^<Z)«. 

MS? o«, * «*tt7 s 7 » ©«fc £#¥HT 6 ft * . 

©7/1/* y*M*! /ty*A*fc2©7;i/*y 
iMJWI; 7/1/3-7 A&fciftfW&ft*. 

M;**/t/75>\ hUx^/l/ 
7*>, fcfUS/^, £n>J>, x*/-/l/73X yx^/-^75^ MJ* 



ffiE4$ 2003-3006600 



#2 002-0 72027 

7^;i/m> j/a9i, tw>b&, 3A*», u>m * 

I) , (la)Xtt(Ib)tt, IMtWHIS 7*rtU&**(« 
&oTfcJ:V*. (I) , (la) Xtt (I b) tt, SSftlTtliSS: 

j&-rs*6, «»»» vymm* s 

[0 0 5 9] 

( I ) s (Ia)Xtt(Ib)tt, *lt*ft, ^^©V^tlT'&oT*) 

$e>}C, (I) > (I a) Xtt (I b) tt, nffiTC* («u 3 h, 14 c 

, 35 S if) •e«»S*iTV> , r%J:VN. 

(I) > (I a) Xtt (I b) tf, tt^M'ffift, StfMMStt* TOffi 

T*£S. ( I ) > (la) Xtt (lb) C^J*ffitt##fc** 

«£{ctt, ift^i^^I^fa^Wfeft^* (I) , da) Xtt ( 



W20 0 3 -3 0 0 6 6 0 0 



#2 002-072027 

I b) &C&#£*i£o 
[0 0 6 0] 

7^>, $/>nx>, 7;i,S/>&m&£^J&2i*, ^ 

t^m a ixl«*^Vby77^-©i^ ENANTI0-0VM(h-V-») 
feSV^i, fJIzMtm CeiRALJ/y-Xfti?©*9^*9AK3l**tt#©a 

x*;-;w *#,>-;k -fv7o/V-;k 7-feh-hU;K hU7^n» 
®, s;x^ ;i/T $ > if) Z mm Z> l £M £: L T jg|f8 2 its £: ic 

CP - Chi r as i 1 - DeXCB ( V - x;i/iJ- J x > * *tf8) & £ © * 9 )l # 7 A 5: ftJS b T 

^^^^(Dm^mmm^umtm^K^^xpr^iy^'-^ 

I) , (la) X« (lb) tf&*ftKKFu*r.*/ttzm,zm7$J*%?*> 



6 8 
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#200 2-072027 

U> *ft*ftx*'7Vi>#*fctt7$ K*©^r^f btv-5#5; 
t^T^So (I) > (I a) Xtt (I b) &*)itfymg*Ji't 

[0 0 6 1] 

ib$Qs ( I ) i (I a) Xtt (I b) ©ynKy^lt 
*ffT*e»**f»^ t KlJ:SfiJiBK:J:Ufl:-&4SJ (I) , (la) Xtt (lb) \Z 

I) , (I a) Xtt (I b) KUM&**fc£«, Wa^ic J: »J ^SrS 
IbTft^ft (I) , (I a) Xtt (I b) fcJMb1-*flS*4bfcV^; ( 
I), (la) Xti (lb) ®^nK7'^i:tTlt M (D . (I a) 
Xtt (lb) <D7§J&tf7S/JMt> 7)\<*M^ »JA;BMbS*lfc'fb£ft CM, 
-fb-^W (I) > ( I a) Xtt (I b) (D7 $ S mtfXJ J j Mt> 75-fr 
it. *y**7$ J (5-***-2-:**y-l, 

y i/>-4->f;i/) ;* h*s/*;nKx/WL f h5tKn77-M, trays? 

tf;in^;i/^^e/^^;Hb, t e r t -^MbSftjMb^fcif 
] (I) , (I a) Xtt (I b) ©*B»*rs/Ms, 7;i/*;Wb> »J 

A/R4k (M> (I) , (I a) Xtt (I b) ©* 

mg#7iz^;wb, h>f;Wb, -JnxjjMk t?AtM;Wb, -9-*s/x 
Mb, yvi);Wb, 75-Mb, s>*f-/i/7$ ; ;**;b;&;v#x;WbS*i;Mb£ 
%&£) ;fls^* ( I ) , (I a) Xtt (I b) ©#/!,#* S/;i/*#x*f-/Wb 
, 7^ KfcS*lfeflS£* ( I ) •> (I a) Xtt (I b) ©#;i/tf=»f 

->^S^x^;i/X^r;Wb, 7i-M^fML ^;i//K^^>^f ^xxf^ft 
, ^f^7^;^f^xxfM, ^A'n^i/^^^i/x^-rMb, xh 
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fc£#*W6tl6. ifl6)Ofl:^*tt&#^©*ajK:J:oTft-&« (I) > ( 
la) Xtt (lb) 3^&»3tt*ifc«S5. 

<fb£« ( I ) , (I a) Xtt (I b) <D?U K9y^«, Jfc/IIW&l 9 

go^fj mm&mm »7#^«tH6sjt*&i9 8KicK«s*iTv^ 

[0 0 6 2] 

&{C, fc^fc (la) £<fct>* (lb) 0§§5g&fCoV^i£A6 o ft£$J U) 
», (la) fcjctf (lb) (Dra&«CT§!B£3*l3 = 

<fb£« (la) tt, #9*.«#T© CIBittA] , [«B] ©*»Tf, <b£ 
ft(Ib) tt, -WAtfOT© HB3SB&C] CJ:oT»*S*i*.. [MSA] - 
[igjtSC] fcfcv^T, Tfr*frftBLfa taMMR^ 7$.;ik&fc. 
MkRfo 71 K-fbfifo x*x;WfcMP5, x~r;Hfc£Jfi, aflsKfo MtcH 

a^-;b $01,-:/ ^W1l/-i/a>X (ORGANIC FUNCTIONA 
L GROUP PREPARATIONS) I2E 7^f^^^^^t ( 
ACADEMIC PRESS, INC. ) 1 9 8 9#flf;3>^J^^ 
— h7>X7*-^- , >a> (ComprehensiveOrganic Transform 

ations) VCH Publishers Inc., . 198&Mfl!* £»*©]&«&& £ WW ^ft^o 

JStTKHa<RCD«3a^lcfev>T, ft^tt (ID , (in) , (IV) , ( 
V) , (VI), (VII), (VIII), (IX), (X) tt*ft**t*fc»* 
LTVVCfc<fcV\, r&j ft, fljfctflfrfc rflj£<fo (I) , (I a) Xtt (I b) 

[0 0 6 3] 

[JEti&A] \k&m (ID (HI) ©*y^y>y/E/StcJ:y (l a) 
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[ft6 3] 



/"r— C-Lj-2, + H— N-Lj— 'X— A-j 



fir—'c—Lj- hi -Lj-X-Aj 



( ID 




(la) 



dpt/, x^>^;i/i}>-;i/^-^ri/, h'J7ji/*ni^>xM-;w*^) , c 6 _ 

fc£#p^&ti«. ttfcAn^K-? (flAtf, *n;w 7 
a A Jfc if) , tzyzfrft-frtti/qHfifPtL^. 

*u*>zrvytrRfc\t> fmm&z^&m^is.mm, w*.\mw%imm. 

S:iiiS:<Z>fJ-^"eS'&bTMVNT ; fo #£L<«, feSWix 

$ mors K*is«^fflv\6*i*. 

[0 0 6 4] 

y&**fett7**y±B&M©75 K» («, yffi7^ K, ^hU^AT 



7 1 



ff}fE# 2003-3006600 



#2 00 2-072027 

r t-7"h*S/Kfc£) &£©&&»; 

«*fctt7/i/*y±»*M®*^ ($(> KH^-hu^ K»*y^A, k 

3) h'JiW^x ^y^n^if*75>, N 

^/*y>*^©7^>S;«l^tfDBU (1, 8-*?7ift^>*n [5. 4. 0 
) ?;/x*-7-X» „ DBN (1. 5-^7i/^^^D [4. 3. 0) jy 

rggj fcbrii, y «?a#©7^*'J^ii^ hyx^/i/rs 

>, *M v^ntf;i/x^;i/75 >s*©7 5 >JB$#ff s uv*. 

[0 0 6 5] 

fll^ft (HI) ©#*W*&»&frl5©4feMK : ?'» 

fliAtf y^^A, ^hu ?^©7;i/#y£M^T'«LTfcv^%«fc^o 
ttv?vym*\t* it&® (ID (in) &tt&©We^c: 

[0 0 6 6] 

it$m (in) ■t*ia#^»»*^tt**uc«Dfc*fScj:y»36t«r 

- 7 - j .„^_^ 3:/ (CoBiprehensiveOrganic Transformation) VCH Publishers Inc 

., i98B$fneciBtt®m *#flsnci*, s**-** s> 

? >!T^^hy- (J- Org. Ghem.) 24, 1106 (1959), ^'Jf-^ #7 
>r^#;i/ yf-fXf - #7 (Bull. Chea. Soc.Jpn.) 63,125 



7 2 
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#2 00 2-072027 

2 (1990), i/'yt5-4y9 3^ >X(Synth. Commun.) 14, 1099 

(1984), x h^/\Kn> (Tetrahedron) 49, 1807 (1993), t?*-ti-fl/ *7 ^ 
f-ai^W^y^^ !r^^hU — (J. Heterocyclic Chem.) 28, 1587(1991), V 
V—f-)], if? V >T$X h V - (J. Org. Chem.) 60,7086 

(1995) mz$ZM<Dl3&& Z> V\|4**tiCfll C fc#&lC J: o tliitSI t 

So 

[0 0 6 7] 

fli^ft (ID WittffitTCjRtiia^U-^-f 

[ft 6 4 ] 

o o 

Ar,H + Zj-ci-Lr-z, - Ar-C-Lf-z, 

(IV) (V) <"> 

Sft&Mv^sifc^-egs^ iim, fli^ft (iv) fcsvittftett (v) tc^f 



ffi|E#2 003-3006600 



^2 0 0 2-0 7 2 0 2 7 

>, l, 2 - j;^ n dx^! >^©An^>ftB7KMI, -hu*#y%® 

-100°C^V%b300TC"etfe)3i:^T^§^ ®S> 01Cfc^U50lC 

fls£« (iv) Mb« (V) Wifcffff^^ti $ 

[0 0 6 8] 

<fc#ft (IV) tt, *tii#^»&Sv\fcl:-ttiK:J!ICfe*Scicj:»;»Ji't*i 

fc^TfSS. flittfS/>-fe^^(Synthesis)10, 862 (1984), 

If V1MX^-(J.Chem. Soc.) 1518 (1964), >> > 12 * (Syn 

thesis) 851 (1984), #MW-124SQmKlM®l3&&&MttftKmVtt 

#T»£5. flitf^-^-fi' S/>*S/^(0rt. Syn.) Coll. Vol.1, 12 (194 
1), 7?#(Helv. Ghem. Acta) 42, 1653 (1959) ^{CfB 

(ID tt. ±ibfc7U-f^-f77^m®«%S)ltS 

l/#-X(TetrahedronLett.)27, 929 (1986), ^-^/b *"? V 7*V 
*y T^ilN ViMX^-f-U. Am. Chem. Soc.) 70, 426(1948), 
yMSynlett) 3, 225 (1996) $lCfB«S*lfc7 U -/UT** A8g&EV> 
f- h 9^ Kn> (Tetrahedron) 46, 6061(1990) «(cM0>4rttSI&ttX 

[0 0 6 9] 

[»£8sB] (VI) tit&® (VII) (DitVlV ylTBMZ**) (I 
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#2002-072027 

a) 

[ft 6 5] 

OR OR 
^,-C-Ih-NH + Z-Lj— X-A-j * ^-C-Lplvl-Lj-X-Ar, 

(VI) (vii) (la) 

*%vJVy9BJfotofa ft^* ( y D 

*pv?vy*BX** ft« (vi) £ft£t> (vii) ^s®m« 

[0 0 7 0] 

ft^* (vii) «u *ns^»»*v^tt**ncfliufc*^j:yi85e"r&i 

(VI) tt, «AtfaTC*'rJ:^K:«f»flS^« (viii 
) tLGMvfVy K. <fc o t §?3t-r § 3 i: § s . 

[ft 6 6 ] 

0 • 0 R 

A--6-L-Z, + HjN-R Arp-C-Lj-NH 

(II) (VIII) (VI) 



«2 0 0 3-3 0 0 6 6 O0 



#2 00 2-072027 

flittfAmR. *sv*ttx*;-;b*®7;i/3-/i/*»jfc wi/x>^©^« 

**y^y>yfi*SOB, (VIII) ©*3WK^&»6*»C»AIIJK? 

1501C#ff*U*. fiJ«l9W«» «I*.tfl&ifcHl,lBT?&6. 
**y^y>^fi«tt, (ID £ft£tf (VIII) £ft;£©i:t$T'*?e> 

[0 0 7 1] 

fti=r# (viii) *tii#^»*6v%a:-?:nicflii:fc*a5K:j:»;iiiat* 

X7;t-^-i/3>(Comprehensive0rganic Transformation) VCH Publishers I 
nc, 1989^flJ^^|B^©m JWHSrCtt*-*-** y7^>>3>X(0rg. 
Rxs.) 14, 52 (1965), £/>-fe S/^ (Synthesis) 30 (1972) *Nda<R©3t7ott7 
SyflJfiJS, 'J 7^^a>X(0rg.Rxs.) 6, 469 (1951), ^5 A 

/I/ 7>F "fl/f-jy (Chem. Pharm. Bull.) 32, 

873(1984) «CSB«©-hy/i/©387c£fo 5>*— #7 ^^-fS/^ 
frS* MJ-(J. Med. Chem.) 12, 658 (1969), V^—TAt #7 7* 'J* 2/ 
<!r^#;i/ yt-fXf-f- (J.Am. Chem. Soc.) 73, 5865 (1951) ^{CfB^ 
©7S?K©StcS/S, J/>-fei/^(0rg. Syn.) Coll. Vol. 2,83 

(1943), V #7 T*V%y Vt-fXr-f- U. Am. C 

hem. Soc.) 72, 2786 (1950) *KfB*®#7y X/b^jfcSi^K: J: o T»t S 
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#2 0 0 2-0 7 2 0 2 7 

[0 0 7 2] 

[S&ftC] to® (IX) £to® (VII) ©*y^U>^fiJiSK:J:y (I 

b) fe«3t*sm . 

[ft 6 7] 

' — ">»...-'' *» ' 

(IX) (VII) <lb) 

>y ? y > a t» e t e> z * # -c * s . £#w*ctt* 

jfiAT?Jt^fe r»*J fcW«fcfc©&fBv*S-fc#*e£*#* & 
6^ttx*y-**©7/b3-;b**«, b/bx>*©3r«R***, 7izh- 
b'j;vf©-hv«i< s;*^*^Ar§ F*©7 5 k****##*i> 
w 

ttviwmfotote* to® (IX) &frO«>*M**» 

**v*t»*9B&** to® (ix) *to® (vii) tttflWtffi 

[0 0 7 3] 

to® (IX) », flfctfBTKlaVtJ:^ to® (IV) i: (X) ©7 0 

-^-*57yfifKfc*y#&4ifcto« (xi) &^x*mmJxfcfctt 



ffi|E#2 0 0 3 -3 0 0 6 6 0 0 



#2002-072027 

[ft6 8] 

Ar,H ♦ Zf-^-i-^yi-w *■ A--C-L J -{3 , " W 

(IV) (x) < XI > 

«. Ar-C-LjH^NH 

(IX) 

# (Protective Groups in Organ icSyn thes i s) , Third Edition, Wi 

ley-Interscience (1999) KB«0D#«S*feffl^S 

, *;i^;k @m»5:*b•cv^T : foJ:v^c 1 _ 6 r;^/^^-*^->'^ ( 
s/^^tK-;]/ («*.tf, 7xy***/i/#-/i>fc£) » c 7 _ 15 7^;v^;i/^-^i/ 

[0 0 7 4] 

it&m (IV) H (X) 07'J-f;V-!?77^Sf5lt #*L<tt»«t8& 

^K^^mmmtbx^ tmfttt* (id ®«»ic8v*&BMH*fcfl« 

fls-^tt (iv) &avM*ft^« (x) cauTO.iSfcfcv^io 



ffifEtt2 0 0 3-3 0 0 6 6 0 0 



#2002-07202. 7 

tmit^m (id ©«3aT?«v>fc»*tH«i©*«>i:affl*ca6^ 

#5fStt, -100°C & V^300TC T'ft 3 3 £ #T* £ 6 , Jiff, <rcfcv\U5<TC 

(x i ) ©$#®tt, W7nmm7u7-?7-j -J • • 4 y • 

' */yizi/7> (Protective Groups in Organ i cSynthes i s) , Third E 
dition, Wiley-Interscience (1999) Kffi«©#SMfCfl!&'t*f3£i:#T?SS 
. JMfrtttCtt* r^UiW*^ ^MM5i£Jfc^C<ko Testis 

o 

ft^* (x) *ton#&to&&^&*ftKmvtt&K*vmkt&z.t 

M;U£> #W¥5- 1 4 0 1 4 9, >r$*;i/ 77^J/a-f'fA 
;i/ -fVTrjy (Chem. Pharm.Bull.), 34, 3747 (1986), >!r$*;i/ 7 7^7 
i/zL-r-J "fVy-jy (Chem. Pharm.Bull.), 41, 529 (1993), EP-A-0,3 

78,207^dB«©^*SVUi>etllClfH:fc^K:<fcoT|SligtSr^^ , t?^5 

o 

[0 0 7 5] 

±IB [S85SSA] - [O&SC] T8Btbfcfc£*f (I a) Xtt (I b) #1 

j «, m^of^f^- 9fr*--f7> - jy • *—x-v9 • s»*5/*(p 

rotectiveGroups in Organic Synthesis), Third Edition, Wiley-Interscience 

(1999) cffi*©««S*fc#tfs;:fctf , e£*. JU*»ictt, MS 
;w M&g£*bTV^% e fcV\C 1 ^7;i/*;t/-#,>l/^-;b 7-fe^/i> 
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fctfGftfc****^* 1 ^ #£L<«, 7-fe^^S> ^^^^«v t-7 

^2»7^>&-sv^i-e0^{c^<rii^T*tSo m&mRfai 

fla^n^f"-* 7- • • • S/>-feS/^(ProtectiveG 

roups in Organic Synthesis), Third Edition, Wiley-Interscience (1999) K 
I»©#tt*C»BTfx} AttttKtt, III- 7;i/#V»# 

I) , (la) X» (I b) #«n?**»*J © r ^J SjaffltSifc^^S 

o 

[0 0 7 6] 

•*fc, (I a) , (I b) its tMf3ftl/feK^©«3KStJ:o*C*l8ftt 

yf Xr-'f —(J.Am. Chem. Soc.) 2897 (1971), >> >iZ * X (Synthesis) 135 (197 
5), fh9AKD> l/^-X(TetrahedronLett.) 5595 (1990)*CEIR©at7G 
®7$JfcKfc i/>tf-f»;^ 3§an^r-S/a>X(Synth. Commun.) 177 
(1973), xh^^Kn^ l/#-X(TetrahedronLett.) 4661 (1990)^JCSB^ 
<DJLtf*isFKttt2>75.y®mBL^ U7*S/a3>:*(0rg. 
Rxs.) 79 (1949), (Org. Syn.) Coll. Vol. 1, 196 (1 

941) ^K:flB*©*«2iwi-&tc^tS75>©T>f'?r^iDfifS, J/yfe2/^( 
Synthesis) 752(1978), U7* 5/ a 2/ X (Org. Rxs.) 303 (1942) 

^fCfS®©7^ K©«7&Kfo U7^S/a>X(0rg.Rxs.) 469 ( 

1941), yytfAyf- /\^-(Angew. Chem.) 265 (1956) ^iCj|B«S©T > — ^ * 

[0 0 7 7] 

8 0 ffiE#2 0 0 3-3 0 0 6 6 0 0 



#2 00 2-072027 
*»WTffflVV&tiSft^feA, (I) , (la), 4b£« (I b 

*©«ftlfr«©SMRW*©^l» • M^tWSiii^tS. 

ftffltSIt^gfi. 1) ttSJMB:*& 2) illlBm 3)#SEtt 
mm. 4) 5) 6)«1« fci:t>*7) i/x-yi/>« 

J^tt#ffl**fc*S«R»JIMk J: **>©&*&) 

[0 0 7 8] 



8 1 
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6„ ^StcfSCT, MrftftU SlttJ,IM, MM, M#l 

[0 0 7 9] 

M&ntlTtt* e$g, d-v>-h-/i/, ?y?y* 

n*s/7nbf;i/^;bn-;*W#tfe>*i*. 
^Sftitbtlt D-v;i/tfh-;K ttftth'JDA, ^ 



8 2 
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#2 0 0 2-0 7 2 0 2 7 

' [0 0 8 0] 

M£tfw$j o . i~^ioo m%t*&£. 

) fcMtr. UPM^bT, lmSfeUM^iiUT^o. 005-1000 

mg, %-£V<&®0. 05~5 0 0mg, 2 bKft&L <ttffiO . 5-200 
mgtfeij, 1 B llllO&^-efeci^U ${[IKC#ttT«-r3 3 i^T^S, 
[0 0 8 1] 

-ft «j&»©?&s^ «*©te*ft *m©ms§> 

ft A"- :>■»©&«£. iHftt«±ttJ»J*©l&8ift 

KfSJBJB^SOt&JRUfc^t^ W^tf, AllylestrenoU Chi ormadi none ace 
tate, Gestonorone caproate, Nomegestrol, Mepartriciiu Finasteride, PA-10 

9, THE-320&iftfW£>*is. ttS»JB*icff^»*l»»©^i*^^.^ 

, YM-31758, YM-32906, KF-20405, MK-0434, CS-891& if © a - 
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#2 00 2-072027 

y * * * - vmwm& ifitmf e> *i s . 

BlffiMffi©?&Sf^i: L/Ttt, MxJ£, Ifosfamide, Estramustine phosphate s 
odium, Gyproterone, Chlormadinoneacetate, Flutamide, Cisplatin, Lonidami 
ne, Peplomycin, Leuprorelin, Finasteride, Triptorel in-DDS, Buserelin, Go 
serel in-DDS, Fenretinide, Bicalutamide, Vinorelbine, Nilutamide, Leuprol 
ide-DDS, Deslorelin, Cetrorelix, Ranpirnase, Leuprorelin-DDS, Satraplati 
n, Prinomastat, Exisulind, Buserel in-DDS, Abarelix-DDS&if ti^lf 

Wmm&ommmt LT\t. «*.«, Flavoxate hydrochloride*: £f#W 

OTtt, Sennoside A • B, Phenovalinfc£#±tf &tl 

*liWB©$]&SQ6fc LTtt, f&;tl£, Chromomycin A3, Fluorouracil, Tegafur 
, Brest infc£#W&*l<5. 

^liOMitlttt, MxJrf, Chromomycin A3, Fluorouracil, Bleomyci 
n hydrochloride, Medroxyprogesteroneacetate& if ^^{f h tl5„ 
[0 0 8 2] 

aim, wn-^m. jyxvy, *-yto*p#—emL esrFv* 
vy$®ftttMm%iZtfmf*>to2>. 

jyzVy&ffimLgmtLXits Mz.&\l*tfWJy£tc&*<DiM. (&£ 

l"f>»fft) , JTT-5 0 1, GI-262570, MCC-555, YM- 
44 0, DRF- 2 5 9 3, BM-1 3- 1 2 5 8, KRP-2 9 7, CS-0 

f&, $ry/<2/*!*5 k, ^y?9^h\ ?y*t?y Kfc£*>w&;na. ±ffijy 
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#20 02-072027 
KAD- 1 2 2 9, JTT- 6 0 8&£tf#lf P>*l5 Q 

a 

XV y, *M, 4 - * b & » Hfcfc? lfetM^'J>* if # 
^tfe>ft£„ -f >XU >i;LTtt, 0. 4 5 3^60. 9 (w/w) %(Dffil&£-£ 

>f*yh3bZ>Wmmfc («L INS-l&if) ?'&oT%J:V^ 

^Uh-;K x'^U-r- h&i:'tfW 

i5 37Fl/t'J>Si##iiilbtlt ^KAJ-9 6 7 7, BMS-1 
96085, SB-226552, SR - 5 8 6 1 1 -A, CP-114271 
, L-7 5 5 5 0 IteZtfmf *M. 

h\ BAY-27-9955fc£#3*tf&*l*. 
fcif##tf&*lS. 
[0 0 8 3] 

j»jfeWS©^IRIIi:bTtt, Nicaraven, Bencyclane fumarate, E 

urnamonine, Flunarizine, Ni lvadipine, Ibudilast, Argatroban, Nizofenone 

Naftidrofwyl, Nicergoline, Nimodipine, Papaveroline, Alteplase, Viqu 
idi Hydrochloride, Moxisylyte, Pentoxifylline, Dihydroergotoxine mesylat 
e, Lemildipine, Cyclandelate, Xanthinolnicotinate, Febarbamate, Cinnariz 
ine, Memantine, Ifenprodil, Meclofenoxatehydrochloride, Ebselen, Clopido 
grel, Nebracetam, Edaravone, Clinprost-DDS, Vatanidipine, Ancrod, Dipyri 
damole&£#W 

3 &&&&<bfeBM£bT\t, Methylprednisolone, Dural graft matr 
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#2 0 0 2-0 7 2 0 2 7 
&UM&®fe&*£bT\t, Nimustine hydrochloride^ if 

#*8tt*ft&©$&**fcLTtt, flIAtf, Interferon-jB-lbfc^tf^tf&ft* 

o 

[0 0 8 4] 

7^A>fV-J|S&^«5*S©tl&S!36i:LTtt, 0J;tfc£, Aniracetam, Argi 
nine pyroglutamate, Nefiracetam, Nimodipine, Piracetam, Propentfylline, 
Vinpocetine, Indeloxazine, VitaminE, Cinepazide, Memantine, Lisuride hy 
drogen malate, Pramiracetam, Zuclopenthixol, Protirelin, EGB-761, Acety 
1-L-carnitine, Phosphatidylserine, Nebracetam, Taltireline, Cholinealpho 
scerate, Ipidacrine, Talsaclidine, Cerebrolysin, Rofecoxib, ST-618, T-58 
8, Tacrine, Physostigmine-DDS, HuperzineA, Donepezil, Rivastigmine, Metr 
ifonate, TAK-147fci?#2§£tf £*l§ 0 

rt-*c>yyt?§<DlfeMM£ LT\$. WtL\£* Talipexole, Amantadine, Pergol 
ide. Bromocriptine, Selegiline, Mazaticolhydrochloride, Memantine, Lisur 
ide hydrogen malate. Trihexyphenidyl, Piroheptinhydrochloride, Terguride 
, Ropinirole, Ganglioside-GMl, Droxidopa, Riluzole, Gabergoline, Entacap 
one, Rasagiline, Pramipexole, L-dopa-methylester, Tolcapone, Remacemide, 
Dihydroergocryptine, Carbidopa, Selegiline-DDS, Apomorphine, Apomorphine 
-DDS, Etilevodopa, Levodopa^ if#*# If ^tl-5„ 

mm®±&mm®mmM£Lzte, l-k-a a-do P a) , *^if k 

A (carbidopa) , 7*n=Ei"jyf > (bromocriptine) , ^rfy K (pergolid 
e) , UXUK (lisuride) , 7$hV7*Vy (amitriptyline) &i?#We> 

(pr ot i re 1 ine) & E 0TRH8SS9 & if £> ft 5 „ 

A (L-threo-DOPS) , ytKni;i/^$> (dihydroergotamine) , 7*V— 
(amezinium) fcifjtf^tf&tlS. 
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#2 0 0 2-0 7 2 0 2 7 

ytv-'fwmmm&^mmtbxit, mx\i, umm. m& 

£V^i^KFU> (midodrine) , 7*V-V2* (amezinium) & £f##tf 

D 

[0 0 8 5] 

. ut«, mmm c^t*, Mh^K-M^ > 

) , (*»**s/^=.>, Si^n^y>, h;bxDi? 

>, ify7iti/X YM-905/YM-537, > (NS-21), KRP-197, h □ 7. If 

*jhfcZtoi*7siiV ymmm ; aw??***- hi!s:^(DW%i$ ; nc-iso 

0&if©ggM^ ; ? l/>7h-;i/&£<Z>Beta27rf:iX h ; ZD-0947, NS-8, KW- 
7158, WAY-151616feif©AU^A^^>^^HP^;0N0-8711*if©PGE2 7> 
$ V ; l/^7i7h^r^X *^>f S/>*ifO/t-n>f K5&S#7df 
— ^ h ; TAK-637, SR-48968(saredutant), SB-223412 (talnerant) 

■j'/i/dra-fcra-^ K7=r-*i*fci0 > hmh GUfcT^xntf 
*tt:/h #Mt**s?*A, JUb**fcr2?#A, Ift^n/t> 

-f^7^>, *l75h»J^f!J>, &®?CU7^X 7^-9-lfX 

*v*/7Vy, utf*7uv*?y, **v#yy%iZ) , Ky-jvrM^y&m 
x**y9A&£) , seisms (5>v£93 , Mmmmk (sttK 

\s±vymmm mm^u^ju-^n , n$ <*:/y * 
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#2 0 0 2-0 7 2 0-2 7 

if) fcif#we>*is. 

[0 0 8 6] 

T?e*. &6#£©m#©$^*&> -kamohml m 

, «£BlfiU WM, *#®*©»K:?&3RSrfT 

o 

^a*is»^©^ffifcH uTS^«3H»j*a«©*& 1/50 «±s*#t3t 
;i/fiTF©«5H-e&5= 

[0 0 8 7] 

[ftig©£it<Z>»*] 

tt^**ttTy*s/l?A*fett^«*sft»"^-^u^A&fflv^fe. ro/ 0 j a^oa 



s : 


> ^ b y h (singlet) 


d : 


9"f\fV h (doublet) 


t : 


b U^l/>y h (triplet) 


q : 


# 7 ;i/T" Vb (quartet) 


m 


YJlf-yi/y b (multiplet) 


b r 


■ -fu- F (broad) 



8 8 
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J : iJV?V> VfeW. (coupling constant) 
Hz : ^Jt/V (Hertz) 
CDC 1 g : W.tVUft)V& 
DMSO-'d 6 : mP*f-frXfl'ft*ri/\? 

X H NMR :^nh>«|«fti (a*7y-fltftCDCl 3 tfi-e, 
DMSO-dgtfiT'MSL/fco ) 
IR : ftfWMLXWhfr 

ms : g***? h;i/ cm%m*wmj*>itmit%^xw%.LtL a ) 

[0 0 8 8] 

UPAC— IUB Commision onBiochemical Nome 
n c 1 a t u r e {C J:SB»#»S^tt^»4)'SFK:fetfS«ffl*-&K:St5< 4j<Z)^ 

DNA : ^sT^S/U 

cDNA . S/U*«« 

a : rf-y 

T : 

G : ^7-> 
C : 5/h*/2/ 
RNA : Utftttt 
mRNA : >lyfe>2;^-yjK«» 
d AT P :f^i'rf;^>H'J>i 
dTTP : I? yS>Vy& 

dGTP : -5***5/^7/ S/>HU>K 
dCTP -.7 : ***/*/*P>B.V>m 
ATP :7f^>H'J>i 
EDTA : x.*]/yVT$ytam 
SDS : KxS^M^Mj^A 



8 9 
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E I A 




Gl y 


: ?V l/y 


Ala 


: T?-y 


Va 1 


: AU y 


Leu 


: Uji/y 


I 1 e 


: -ivn^vy 


S e r 


: -fe U > 


Thr 


: x 


C y s 


: S/X-r-f > 


Met 


: ff-Jr-y 


G 1 u 


: ^ yw. 


Asp 




L y s 


: U 


A r g 




His 


: \L7,=9-$y 


Phe 




i y r 




Trp 


: bVJhyyy 


Pro 


-.-fuvy 


A s n 




Gin 




P G 1 


: ¥ni?)\,$*ym 



TC :^T^U^>-4 (R) -iDltf*?*. K£ 
[0 0 8 9] 

Me : . 
E t : xf 1 ;!^ 
B u : ^/l/fc 
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4 

P h .: 7x-;i/| 

Tos : p - N;i/X>x;i/3jN-;b 

CHO 

B z 1 : Kyi?)i 

Cl 2 Bzl : 2, 6 -WuuKyi/jl 

Bom : KyVfrX^i/H-fr 

Z : KypJlXZ-f/jiJltf-;}, 

Cl-Z : 2-9 UUKy*? JUtf-J]/ 

Br-Z : 2 — 7 U^KyVfr**^ 

Boc : t -^Kdr^^;i//jf-;i, 

DNP : i?-hD7i;-^ 

Trt : hUf;i/ 

Bum : t --7h*is*3-J], 

Fmoc : N- 9 -7 )}/# 

THF : fh7tKn77> 

DMF : N, N-^f^A7?K 

DM SO : - VX^JlXJlfclci/ K 

I PE : ^W^Dlf;i/X-^;i/ 

HOBt : 1 -b Kn^J/^>Xh U ry-;i/ 

HOOBt : 3, 4-i?tKn-3-tKn^ri/-4-t^y-l, 2, 3- 

honb : i-fcKndfi/-5-;;i/3}Ob#;/-2, 3-^;i/3Ks;>r5 K 

DCC : N, N' -i?i/^OA^^Mi?>f5K 

dma p : ^ y t° y 

wscd : i-x^;i/-3- #;W?SM3; 
K 

WSC : l-x^;i/-3- (3-$;^^;b7^y^ ntf;i/ ) H)\,tf*Jj* 
[0 0 9 0] 



9 1 
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8-(5^Da^>^;^iV)-l,2,5,6-f b7t Kn-4H-fcfnn [3,2,l-ij]3V V 
[fb6 9] 



0 




1,2,5,6-f- h^t; Kn-4H-tTnn [3,2,l-ij]^7 U >-4-:t>(30.0g) fc£tf5- 

^nn/tb'j^^n U K(26.8mi) ©1,2-*;? nnx#>(70ml)^ic, 

, fgftT;b^- 1 ?A(55g, 410mmol) Sr^ATojD^fe,, ifit'3 0^m 

TOM£*(500g) fcft^ &v^gfmx^;i/ »^*T*Sfe#L/fe 

{Cx^y-A-^x^^x-^I/^^SIS^fca: »J, ;gMtt-£«I&&110-lll 
'C©M^^(32.4g) t LT#fc 

X H NMR (200MHz, CDCI3) 8 1.80-2.00 (4H, m) , 2.72 (2H, t, J =7.8Hz) , 2.8 
5-3.15 (4H, m), 3.23 (2H, t, J = 8.6Hz), 3.55-3.65 (2H, m) , 4.14(2H, t, 
J = 8.6Hz), 7.68 (1H, s) , 7.72 (1H, s). 
7CfS##T C 16 H 18 C1N0 2 1 1>T 

: C, 65.86; H, 6.22; N, 4.80. 
^M:C, 66.29; H, 6.28; N, 4.82. 

[0 0 9 1] 
#^M2 

8-(6-7a : e'\3r-tfVW;t/)-l, 2,5,6-r h^k: FD-4H-tf D D [3,2,1-ij] U 
>-4-^*> 



9 2 
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Hfc7 0] 



0 




1,2,5,6-f Fn-4H-b?nn [3,2,l-ij]3V U >-4-^>(3.00g) £±tf6- 
-fU^^yjjJlVU V F(2.91ml) SrM^T, 1 t lUSt©^*^ 

^iltCty, «^®(3.94g)$:M97-98iCoe^^i:bT#fe. 
h NMR (200MHz, CDClg) 8 1.40-1.60 (2H, m) , 1.65-2.00 (4H,m), 2.72 (2H, 
t, J = 7.8Hz), 2.94 (2H, t, J = 7.0Hz), 3.03 (2H, t, J = 7.8Hz),3.23 (2 
H, t, J = 8.4Hz), 3.43 (2H, t, J = 7.0Hz), 4.14 (2H, t, J = 8.4Hz), 7.68 
(1H, s), 7.72 (1H, s). 

[0 0 9 2] 
##M3 

8-(5-^DD^>^;>f;i/)-5,6-^t Kn-4H-tfna [3,2,1-ij \ *j u>-2(ih) 

[flS7 1] 




KD-4H-tfnn [3,2,1-ij] U >-2(lH)-tf>(3.46g) £J:t>*5-?D 

n/ti>u;b^nu F(3.4g) &m^t, &%Mi tmmoMttZfio ztiz&v 

* *M-ffc-a-%(3.78g)5:lt^89-90TC©«fe^^i:bT#fec 

X H NMR (400MHz, CDClg) 8 1.85-1.94 (4H, m) , 2.01-2.07 (2H,m), 2.83 (2H, 

t, J = 6Hz), 2.96 (2H, t, J = 7Hz) , 3.55 (2H, s) , 3.60 (2H, d, J= 4Hz) , 

3.74 (2H, d, J =6 Hz), 7.73 (2H, s) . 

IR (KBr) vcnf 1 : 1718, 1667, 1605, 1501, 1345, 1289, 1152. 
[0 0 9 3] 



9 3 
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8-(6-^a : EA*t;>f^)-5,6-s;t Kn-^H-trnn [3,2,1-ij] y >-2(ih)- 

[flS7 2] 



FD-4H-tf DP. [3,2,1-ij ]=*; U > -2 (1H) #6-^0^ * -9" 
(5.13g) fc»j&86-87T3©fc£*efifc UT#fc. 

X H NMR (400MHz, CDClg) S 1.50-1.57 (2H, m) , 1.73-1.80 (2H,m), 1.88-1.96 
(2H, ■), 2.01-2.07 (2H, m) , 2.83 (2H, t, J = 6Hz), 2.94 (2H, t, J= 7Hz) 
, 3.43 (2H, t, J = 7Hz), 3.56 (2H, s) , 3.74 (2H, d, J = 6Hz) , 7.73 (2H,s 
). . 

IR (KBr) vcm" 1 : 1711, 1674, 1602, 1496, 1350, 1276, 1162. 

[0 0 9 4] 
###15 

9-(5-^DD^>^7 >f;b)-2,3,6,7-xh^t Fd-lH,5H-tfU F [3,2,1-ij] =¥■ J 

y 

[fc7 3j 



2,3,6,7-f h7t Fn-lH,5H-trU F [3,2,1-ij] * j y y-s-*y& <fctf5-* n n 
m (3 . 53g) &jR/j&83-84T; tbXntz, 



o 




o 




H NMR (400MH: 



z, GDClo) 8 1.35-2.00 (6H, m) , 2.68 (2H, t, J =7.5Hz), 2.8 
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5 (2H, t, J = 6Hz), 2.93-2.98 (4H, m) , 3.59 (2H, t, J = 6Hz) , 3.89(2H, d 
, J = 6Hz), 7.63 (2H, d, J = 5.3Hz). 
IR (KBr) vcm" 1 : 1675, 1602, 1365, 1301, 1156. 
[0 0 9 5] 
6 

9-(6-^n^/\^r-9-y>f;i/)-2,3,6,7-7 1 h^t: KD-lH,5H-tfU F [3,2,1-ij] J 

vy-5-xy 

Ufc7 4] 




2,3,6,7-t- t Kn-lH,5H-tf I) F [3,2,1-ij] % J V y -5-* >feitf6-7*0 : E 

^vs-ifrtuv f^m^t, ##$!i tmunwiftztfsz. tizzy , mm 
ft£#(3.90g) zmgM-wcom&ffiMit bxnfco 

h NMR (400MHz, CDClg) S 1.50-1.57 (2H, m) , 1.73-1.80 (2H,m) , 1.89-2.00 
(4H, m), 2.68 (2H, t, J = 7Hz) , 2.85 (2H, t, J = 6Hz) , 2. 93-2. 97 (4H, m) 
, 3.43 (2H, t, J = 6Hz), 3.89 (2H, d, J = 6Hz) , 7.62 (2H, d, J = 5.3Hz). 
IR (KBr) vcm" 1 : 1667, 1600, 1358, 1337, 1158. 
[0 0 9 6] 

6 -(5-?pn^>#;>f;!/) -2H-i , 4-'< > s Jic * * V y -3 (4H) -ir y 
Hb7 5] 




o 



2H-i,4-/<>y^^-9-^>-3(4H)-^>(io.Og) Si^nn;ti/'jMn 'J F 

(12. 5g) zrn^x. ##mi tmmomtzfi ? z. tizzy, mmtswaz-Qs 



9 5 
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X H NMR (200MHz, CDClg) 8 1.69-1.92 (4H, m) , 2.97 (2H, t, J =6.8Hz), 3.5 
9 (2H, t, J = 6.1Hz), 4.71 (2H, s) , 7.03 (1H, d, J = 8.4Hz), 7.52(1H, d, 
J = 0.9Hz), 7.61 (1H, dd, J = 8.4, 2.2Hz), 8.52 (1H, s) . 
mfttt C 13 H 14 C1N0 3 tLX 
tWfll : C, 58.32; H, 5.27; N, 5.23. 
H$Mfi:C, 58.06; H, 5.55; N, 4.96. 
[0 0 9 7] 

6- (6-7 n ^ ^\ * t j <4 ;i/ ) -2H-i , 4-* y VJr * V V y -3 (4H) y 

[ft7 6] 




2H-l,4-/07:fr*i^>-3(4H)-;f >(15.0g) £J:tf6-7'n^'S*'9V A U 

h NMR (200MHz, CDClg) 8 1.50-1.58 (2H, m) , 1.73-1.83 (2H,m), 1.88-1.97 
(2H, m), 2.95 (2H, t, J = 4.8Hz) , 3.44 (2H, t, J = 4.5Hz), 4.71(2H, s) , 
7.02 (1H, d, J = 5.4Hz), 7.57 (1H, d, J = 1.4Hz), 7.61 (1H, dd, J =5.6, 
1.2Hz), 9.02 (1H, s). 

TfiUMr C 14 H 16 BrN0 3 tlX 

ff-HH:C, 51.55; H, 4.94; N, 4.29. 

H^H:C, 52.14; H, 4.87; N, 4.32. 

MS m/z: 327 [M+H] + 
[0 0 9 8] 

mm 9 

5-(5-£ n w<y$ J A ;u)-i,3-s?t Fa-2H-/07-f ^ #\r-ji-2-*y 



ffi!iE#-2 0 0 3-3 0 



#2 002-0 72027 

[ft 7 7 ] 




1,3-s/t: Kn-2H-/<>i/>f ^ #V-/i/-2-#>(4.oog) fc<fctf5-#na/ti/y;i/ 

* p U K.(9.24g) &MV^, ##$U iimi^O^^Sr^e) 3iltC«fc 

h NMR (300MHz, DMSO-dg) 8 1.76 (4H, m) , 2.99-3.04 (2H, m) ,3.65-3.69 (2 
H, m), 7.00 (1H, d, J = 8.4Hz), 7.48 (1H, s) , 7.67 (1H, dd, J =8.2, 1.4H 
z), 10.88 (1H, s), 11.04 (1H, s). 
MS m/z: 253 [M+H] + 

[0 0 9 9] 
£#ftf 1 0 

5- (5- * n o * y 9 J w -1 , s-v * ^ ;i/-i ,3- v n F n -2H-^ > y >f ^ *V - ;i/ 

-2-tf > 
[tfl7 8] 




Me 



1,3-^^^-1,3-^H Kn-2H-^>!/>T5^y-;i/-2-^->(3.00g) fej:t>*5-^ 

nn/tuu;i/^D U F(5.74g) £M^T> ##Mi i: Zfi? zihfcj; 
»J, ^®-fb^(3.67g)$:M^^i:bT#fe 0 

X H NMR (300MHz, DMS0-d g ) 8 1.74-1.80 (4H, m) , 3.06-3.11 (2H,m), 3.38 (6 

H, d, J = 3.4Hz), 3.68-3.72 (2H, m) , 7.26 (1H, d, J = 8.1Hz), 7.48(1H, d 

, J = 1.5Hz), 7.81 (1H, dd, J = 8.3, 1.7Hz). 

[0 10 0] 

1 1 



9 7 



ffiSE# 2003-3006600 



#2 0 0 2-0 7 2 0 2 7 

l-(l-7izf-;i>-2,3-$?fc: Kn-iH-f > F-W;i/)-5-^nn^>^>-i-t> 

[ft 7 9 ] 

Me 

i-7iz^;i/-f > FU>(i.60g) ££tf5-*an/s*i/y;i/?nu K(i.70g) &fg^ 

h NMR (400MHz, CDClg) 8 1.84-1.88 (4H, m) , 2.26 (3H, s),2.97 (2H, t, J 
= 7Hz), 3.24 (2H, t, J = 8Hz) , 3.58 (2H, t, J = 6Hz) , 4.12 (2H,t, J = 8 
Hz), 7.82 (2H, br.d, J = 10Hz) , 8.23 (1H, d, J = 8Hz). 
IR (KBr)vcm -1 : 1666, 1603, 1488, 1442, 1398, 1336, 1235. 
[0 10 1] 
$1 12. 

i-(i-r-fef-;i/-2,3-s;ti Kn-nw > f-ji-s-j ^^--fu^-i-^*? ; y 

[ft8 0] 




h NMR (400MHz, CDCI3) 8 1.49-1.57 (2H, m) , 1.72-1.79 (2H,m), 1.88-1.95 
(2H, m), 2.52 (3H, s) , 2.94 (2H, t, J = 7.5Hz), 3.23 (2H, t, J =8Hz) , 3 
.42 (2H, t, J = 6Hz), 4.12 (2H, t, J = 8Hz) , 7.82 (2H, br.d, J = 10Hz) ,8 
.23 (1H, d, J = 8Hz). 

IR (KBr)vcnf 1 : 1665, 1600, 1487, 1440, 1390, 1322, 1257. 



£fiE# 2003-3006600 



#2 0 0 2-0 7 2 0 2 7 



[0 10 2] 

0mm 13 

[ft 8 l] 



H-(2-* h^^7x-jI/)^^>^l/*>7^ F(10.0g) fe«kt>*5-^nDAl/U;b 
^nUK(7.06ml) £M^T, 1 £ MR0jftttfctf 3 £ £ lC«fc »J , «ft 

£«(9.l5g) hxm=.o 

h NMR (300MHz , CDClg) 8 1.80-1.95 (4H, m) , 2.98 (2H, t, J =6.9Hz), 3.00 

(3H, s), 3.58 (2H, t, J = 6.3Hz), 3.97 (3H, s) , 6.58 (1H, s) , 6.99(1H, 
d, J = 8.4Hz), 7.82 (1H, dd, J = 8.4, 1.8Hz), 8.11 (1H, d, J = 1.8Hz). 
[0 10 3] 

14. 

[ft 8 2 ] 



N-(2-* h^fi/7i-;i/)^^>^b*>75 K(lo.Og) ^i.m-^n^^j 

4)ltUV K(8.37ml) ##«1 tmWKDmftZfio ZtK*. »J, $ 

■ffi6tt(9.80g)fcftftgftfc LTfcfc. 

! H NMR (300MHz, DMSO-dg) 8 1.35-1.45 (2H, m) , 1.55-1.70 (2H,m), 1.75-1.9 
0 (2H, m), 2.90-3.00 (5H, a), 3.51 (2H, t, J = 6.6Hz), 3.89 (3H,s), 7.16 
(1H, d, J = 8.4Hz), 7.80-7.90 (2H, a), 9.11 (1H, s) . 
[0 10 4] 

##M 1 5 

5-? p 0-l-(lH->f y F-)l-3-y()l)-l-Ky$ J y 



H 



O 





9 9 
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[ft 8 3 ] 



o • 




i 

H 



>f>K-;Ki.oog) ££tf5-*nq*i/y/i/*nu K(i.68«i) fcJB^T, ## 

mi tmmomftzfisztiz&v. mm^ma.^e) £iy?a65-i67°c0& 

h NMR(300MHz, DMSO-dg) S 1.60-1.90 (4H, m) , 2.89 (2H, t, J =6.9Hz), 3. 
69 (2H, t, J = 6.1Hz), 7.10-7.30 (2H, m) , 7.40-7.50 (1H, m), 8.10-8.25 (1 
H, m), 8.34 (1H, d, J = 3.0Hz), 11.92 (1H, s). 
[0 10 5] 
1 6 

6-^n^-i-(iH— f y F-;i/-3— f M-l-^V ; y 

[ft8 4] 



0 




H 



4y F-;K5.00g) &&m-ZfU^*V J J )VZUV K(9.95ml) £M^T, 

##mi £mm<nmttzfit>zinz£v, »ft-&$K9.65g) m^iso-isi 10 

h NMR(300MHz, DMSO-dg) 8 1.40-1.95 (6H, m) , 2.86 (2H, t, J =7.4Hz), 3. 
54 (2H, t, J = 6.8Hz), 7.10-7.30 (2H, m) , 7.40-7.50 (1H, m) ,8.15-8.25 (1 
H, m), 8.34 (1H, d, J = 3.2Hz), 11.91 (1H, s). 
[0 10 6] 
1 7 

5-^na-i-(2-firji/)-M>^;i' 



10 0 
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[ft 8 5] 

o 

f*7z>(i.ooii) fe«fct>*5-^nn/iby;v^nu Kd.esai) &jbivc, ## 
iUHicWff^tia^ &fift£*K2.20g) &«ft^H^*2:LT 

*H NMR (300MHz, CDCI3) S 1.80-2.00 (4H, ■) , 2.96 (2H, t, J =7.2Hz), 3.58 
(2H, t, J = 6.3Hz), 7.14 (1H, dd, J = 5.0, 3.6Hz), 7.64 (1H, dd, J= 5.0 
, 1.2Hz), 7.77 (1H, dd, J = 3.6, 1.2Hz). 

[0.1 0 7] 
##09 1 8 

6-^D^-l-(2-^xn;u)-l-/\^fify y 
[ft 8 6] 




^;t7x>(5ml) £ <fc tf6-^D^A^ SJfrVUV F(10.5ml) &JSWt; # 

h NMR(200MHz, CDCI3) S 1.40-2.00 (6H, m) , 2.93 (2H, t, J =7.2Hz), 3.42 
(2H, t, J = 6.8Hz), 7.13 (1H, dd, J = 5.0, 3.6Hz), 7.63 (1H, dd, J- 5.0 
, 1.2Hz), 7.71 (1H, dd, J = 3.6, 1.2Hz). 

[0 10 8] 
##08 1 9 

5-:fr*y-5-(4-tf*7-l,2,5,6-f-f>5t; Kd-4H-tf 0 13 [3,2,1-i j] if J U >-8- 



10 1 



ffil#2003-3006600 
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[ft 8 7] 




1 T*#£8- (5-# uw^y# J 4 ,2 ,5 h7tFn -4H-tf n D [3, 
2,1-i j] * JV >-4-* > (3. OOg) fej:tf2-7i -)V3i?Jl7S. V (2. 50g) 

U&1201C T*57>r£«bfc, Sia*^^m £f&M£*#y-M20mi) 

^^^-;Kiomi) t&tt&aiTu ^^i2^»bfc 0 mm^m&r^b 

> #5>lifc^lc*?:SD^, M^;b-ettffibfe tt ttffi^lrllfD^*^^ 
Sgb, «ift^4llf:«Jtft*««(3.00g)fcbT#fc. 

X H NMR(200MHz, CDClg) 8 1.44 (9H, s), 1.45-1.80 (4H, m),2.71 (2H, t, J 
= 7.8Hz), 2.75-3.00 (4H, m) , 3:01 (2H, t, J = 7.8Hz), 3.05-3.30(4H, m) , 
3.30-3.45 (2H, m) , 4.12 (2H, t, J = 9.2Hz), 7.10-7.35 (5H, m) , 7.67(1H, 
s), 7.71 (1H, s). 

[0 10 9] 
## $1 2 0 

2-( 2 -* h^>>^xr.;i/)x5 1 ;i/(5-^-^y-5-(4-^^V-l,2,5,6-r h^t Fn-4 

H-trna [3,2,i-ij]3v U>-8--f ji/)^>fM*iwt5>i! tert-^;b 

[ft 8 8 ] 




1 T*#£8-(5-* DO^>^^^H.2,5,6-f h 9 1: Fa-4H-t? n a [3, 
2,1-i j] ^ 'J>-4-7f>(800mg) fe«fct?2-(2-^ h^>7xx;i,)X^;i;7^( 
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1.24g)&JgWt, ###U 9 tm^WMttZft^Z-t^&V* &Sfc£ft(1.16g 
) Z&M&WRyatLXmt-c h MR (300MHz, CDClg) 8 1.43 (9H, s) , 1.45-1 
.75 (4H, m), 2.71 (2H, t, J = 7.8Hz), 2.75-3.00(4H, m) , 3.01 (2H, t, J = 
7.8Hz), 3.05-3.30 (4H, n) , 3.30-3.40 (2H, ■) , 3.82(3H, s) , 4.12 (2H, t, 
J = 8.4Hz), 6.80-6.90 (2H, ■) , 7.05-7.25 (2H, ■) , 7.67 (IB, s) , 7.72 (1H 
•, s). 

[0 110] 
###J 2 1 

2 -(3-^ hdp$/7x-;i/)X^;i/[5-^^y-5-(4-^^V-l,2,5,6-^h9t: Fn-4 

H-tfnn [3,2,i-ij]3f7 v y -s-4 fr)<*y? Mil ft* $y&. tert-7>;i/ 

[ft 8 9 3 




T*#fc8-(5-^D D'O* J ;i/) -1,2,5, 6~r h^t: Kn-4H-tTno [3, 
2,1-ij]* / U>-4-^>(2.00g) fc£tf2-(3-* b^J/7i-^)XW5 >( 
3.llg)&MVAT, ##«l9fcH«©»fti«:^ii:lcj:y, *Hft^#(3.02g 
) siffti^fcirffe. . 

h NMR(200MHz, CDClg) 6 1.45 (9H, s) , 1.50-1.80 (4H, m),2.71 (2H, t, J 
= 7.8Hz), 2.75-3.00 (4H, m) , 3.02 (2H, t, J = 7.8Hz), 3.10-3.25(4H, m) , 
3.30-3.45 (2H, a), 3.79 (3H, s) , 4.13 (2H, t, J = 8.2Hz), 6.65-6.85(3H, 
m), 7.20 (1H, t, J = 7.8Hz), 7.67 (1H, s) , 7.72 (1H, s). 
[0 111] 
2 2 

2-(3,4-S?* h^i/7x^;i/)x^;i/[5-^drV-5-(4-7l-^y-l,2,5,6-r h^t: K 
□ -4H-fcfnn [3,2,1-ij]^^ 'J>-8-^b)^>f;i/]W/t^S! tert-y^;i/ 
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[ft 9 0] 



#2 0 0 2-0 7 2 0 2 7 




Me Ma Me . 

###J i x*ntc8- (5-9 n n * y # J >f -i ,2 , 5 ,6-f h 9 1 F n -4H-tf a n [3 , 

2,l-ij]^7 y >-4-^>(500mg) £ J;tf2-(3,4- V* h^J/7x-^)Xf 
S>(930mg)£MVNT, 9 fcra$0jBM£&*?3 £ £K J: »J, «ft£«( 

408mg) S:^^^%i:bT^fe. X H NMR(200MHs,CDCl 3 ) 8 1.45 (9H, s), 1 
.45-1.80 (4H, m), 2.71 (2H, t, J = 7.8Hz), 2.75-3.00(4H, m) , 3.02 (2H, t 
, J = 7.8Hz), 3.05-3.30 (4H, m) , 3.30-3.40 (2H, m), 3.86(3H, s), 3.87 (3 
H, s), 4.13 (2H, t, J = 8.4Hz), 6.65-6.85 (3H, m) , 7.67 (lH,s), 7.71 (1H 

, »). 

[0 112] 

2 3 

2-(2-^nn7i-;b)ifii/ [5-* * y -5- (4-* * y -l , 2 , 5 , 6-f- h 9 1 F n -4H- 
hfnn [3,2,1-ij] ^py u >-8->f M^yf-MiJ^^yWt tert-y^b 

[ft 9 1] 

Ma 

##M l T*# £8- (5-? n n Ky # ) -i ju) -l ,2 ,5 ,6-r h 9 K n -4H-tf o n [3 , 

2,1-i j] ^ry I) >-4-*>(1.00g) S i ^2- (2-^ D n 7 1 - If j!/7 ^> (1 .6 
0g)&MVNT, ##m 9 i:M0^S:ffe) ifcCiy , «Sft#«(1.50g) 
LTfcfc. ■ 

2 H NMR (200MHz, CDClg) 8 1.41 (9H, s) , 1.50-1.80 (4H, m),2.71 (2H, t, J 
= 7.8Hz), 2.80-3.35 (10H, m) , 3.41 (2H, t, J = 7.8Hz), 4.13 (2H,t, J = 8 
.2Hz), 7.00-7.40 (4H, m) , 7.67 (1H, s) , 7.72 (1H, s). 
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[0113] 
###12 4 

2-(3-7;i/^-D7x^;i/)X^;i/[5-^^y-5-(4-^drV-l,2,5,6-xhvt: KO-4 
H-^PP [3,2,1-ij] U >-8— f;i/)^>^;i/]*;bA5 >^ tert-^n, 
Ht9 2] 



i T*#fc8-(5-^ an^^; -f -1,2,5, 6-r h7t Fn-4H-tfn n [3, 

2,l-ij]dp7 y >-4-^>(1.00g) fe± lF2-(3-7;WD 7 i-^/)lf ;i/75 >(1 



= 7.8Hz), 2.75-3.30 (10H, m) , 3.39 (2H, t, J = 7.8Hz) , 4.13 (2H,t, J = 8 
.2Hz), 6.80-7.05 (3H, m) , 7.15-7.30 (1H, m) , 7.68 (1H, s) , 7.72 (lH,s). 
[0 114] 
2 5 

2-[3-(7 5 j h^>>7x^;i/]x5 1 ;i/[5-^-^y-5-(4-^-^y-i 

,2,5,6-f h7t KP-4H-tfPP [3,2,l-ij]*7 iJ>8->fM^>f;H jj^/U 
>|g tert-y*^;i/ 



##«lTfftfc8-(5-? P P^> # 7 -f;i/)-l,2,5,6-x S^tl KP-4H-^P P [3, 
2,1-ij]*; U y-4-^y(800mg) fc.fctf2-[3-(7$ ;x^-^)-4-^ 
i-^]if^7^ >(1. 89g)&jfl^T, 9 fcH8S®SWe£*T3;ifcK:<fc 




Me 



H NMR(200MHz, CDClg) 8 1.44 (9H, s) , 1.50-1.80 (4H, m),2.71 (2H, t, J 



[ft9 3] 
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»J, *®ft£ft(605«g) ^if«fti:ltffe, ! H NMR (200MHz, CDClg) 8 
1.40-1.80 (4H, m), 1.44 (9H, s) , 2.70 (2H, t, J = 7.6Hz), 2.80 (2H,t, J 
= 7.6Hz)', 2.92 (2H, t, J = 7.4Hz), 3.02 (2H, t, J = 7.6Hzj, 3.10-3.25 (2 
H,m), 3.22 (2H, t, J - 8.6Hz), 3.35 (2H, t, J = 7.6Hz), 3.99 (3H, s) , 4. 
10 (2H,t, J = 8.8Hz) , 5.30 (2H, s) , 6.98 (1H, d, J = 8.4Hz), 7.20-7.45 ( 
1H, m) ,7.60-7.75 (3H, m) . 

[0115] 
##M 2 6 

2- (2-* h * $/ 7 x =. ;i/) -1- ;* ? fl/ X 3\>1/ [5-* * V -5- (4-rt* * V -1 , 2 , 5 , 6-x h 

5t Kn-4H-tfnn [3,2,1-ij] u y-s-JMiyrM #;wu ym tert- 

Mb9 4] 



1 T*#fc8-(5-? nn^>^MJl/)-l ,2 ,5,6~r h 9 1 K 0 -4H-tf D U [3 , 
2,1-ij]*^ y^-4-*>(500«g) £<fctf2-(2-* h dp x-;i/)-l-* f;nf 
,K/7S:/(848nig)£;gV^, ##Ml 9 fcH*©»#fcffd 3fc£<fc »J, 
£<ft(641«g) £«&#PlK«LT#fc. 

X H NMR(200MHz, CDClg) 8 1.19 (3H, d, J = 7.0Hz), 1.30-2.00(9H. m) , 1.37 
(9H, s), 2.71 (2H, t, J = 7.6Hz), 2.80-3.10 (6H, m) , 3.22 (2H, t,J = 8. 
4Hz), 3.82 (3H, s) , 4.13 (2H, t, J = 8.8Hz), 6.75-7.20 (2H, m) , 7.67 (1H 
,s), 7.71 (1H, s). 
[0 116] 

2 7 

6-^-^y-6-(4-^-dry-l,2,5,6-r h5t Kn-4H-tf □ n [3,2,1-i j] * ) U >-8- 
>f ;i/)/\df>>;K2-7x-;VX^;i/)^;i/A$ >^ tert-y^;i/ 
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[ft9 5] 




##i2t'§fe8-(6-^n ; EA^t;-f;i/)-i,2,5,6-fh7t Kn-4H-tfnn [3, 

2,1-ij] 7 U>-4-^>(500mg) £ J; t>* 2-7 x^;i/X^;i/7 > (0.538ml) 
HT, 9i:M(D^#$:4fe»^i:tCj:y, l§!@ft£tl (450mg) 

h NMR(300MHz, CDClg) S 1.25-1.60 (4H, m) , 1.44 (9H, s), 1.65-1. 80 (2H, 
m), 2.71 (2H, t, J = 7.5Hz), 2.75-2.90 (2H, m), 2.90 (2H, t, J =7. 5Hz), 
3.01 (2H, t, J = 7.5Hz), 3.05-3.45 (4H, m) , 3.22 (2H, t, J = 8.4Hz),4.12 
(2H, t, J = 8.4Hz), 7.10-7.35 (5H, m) , 7.67 (1H, s) , 7.71 (1H, s) . 
[0 1 1 7] 
2 8 

2-(2-* bJpi/7i-^Xf;K6-t*y-6-(Wy-l,2,5,6-f h5t Fn-4 

H-tf □ a [3,2,1-i j] y >-8-f ;i/)A^s/^/] >m tert-^/b 

[ft 9 6] 




##M2T'#fc8-(6-7'n ; E/\^'y-y-r;v)-i,2,5,6-7"b^t: Fn-4H-trnD [3, 

2,1-ij] U >-4-*2/(1.50g) ;&cfctf2-(2-* h^^7i-^)xW5 >( 
l.94g)SM^r! fMNSfl 9 i:Hfi|©ji^SfT-5ii;icj:y, »»f&6«(1.51g 

X H NMR (300MHz, CDClg) S 1.25-1.60 (4H, m) , 1.43 (9H, s), 1.65-1. 80 (2H, 

10 7 Jf}fE# 2003-3006600 
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■), 2.71 (2H, t, J = 7.5Hz), 2.75-2.90 (2H, m) , 2.90 (2H, t, J =7.5Hz), 
3.01 (2H, t, J = 7.5Hz), 3.05-3.45 (6H, a), 3.82 (3H, s) , 4.12 (2H, t,J 
= 8.4Hz), 6.80-6.90 (2H, m) , 7.00-7.20 (2H, a), 7.67 (1H, s) , 7.71 (1H, 
s). 

[0 118] 
##$[2 9 

2-(3-* h^ri/7x^;i/)x5 L ;i/[6-^^y-6-(4-^^y-l,2,5,6-xh5fc: Fd-4 
H-fcTon [3,2,1-ij] U y-8-Jfr)'\*ri'M%n'rt$y& tert-73 1 ;i< 
[ft 9 7] 



2 T*#fe8-(6-^n =E /\ if y W ;i/)-l ,2 ,5 ,6-f - h9t: Kn-4H-tfn D [3, 
2 , 1-i j] ^ J y >-4-* > (500mg) £ A #2- (3- ;* h * 7i-Jl/) 7 S > ( 
650mg)&/g^T, ###9 1 9 $©fif££?Te> £££<k U, *Bft#«K562«g 
) &Mftli:ltffe. ^ NMR (300MHz, CDC 1 3 ) 6 1.25-1.60 (4H, m) , 1 
.45 (9H, s), 1.74 (2H, tt, J = 7.5, 7.5Hz) , 2.71 (2H, t, J = 7.8Hz), 2.75 
-2.85 (2H, m), 2.90 (2H, t, J = 7.5Hz), 3.01 (2H, t, J= 7.8Hz), 3.05-3.4 
5 (4H, m), 3.22 (2H, t, J = 8.4Hz), 3.79 (3H, s) , 4.12 (2H,t, J = 8.4Hz) 
, 6.70-6.85 (3H, ■) , 7.20 (1H, t, J = 7.8Hz), 7.67 (1H, s) , 7.71(1H, s). 

[0 119] 
##M3 0 

2-(4-* h^S/7x-;i/)x^;i/[6-^^y-6-(4-^drV-l,2,5,6-xh^t: Kn-4 

H-tfnn [3,2,i-ij] *j y v-s-^H^^i^wU^i tert-?>;i/ 




Me. 
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[ft 9- 8] 




##M2T*#fe8-(6-^n^^^r-9-y W;i/)-l,2,5,6-xh^tl Fn-4H-tfnn [3, 
2,l-ij]*7 U >-4-^>(700mg) fc£tf2-(4-* Ki/7i-;i/)iW^( 
907mg)£M^T, 1 9 £ l@I^©£l#£??e> d fcC <fc 'J , «ft-&tl(900mg 

X H MR(300MHz, CDClg) 8 1.25-1.55 (4H, m) , 1.41 (9H, s), 1.60-1. 75 (2H, 
m), 2.60-2.75 (4H, m) , 2.85 (2H, t, J = 7.5Hz) , 2.97 (2H, t, J =7.8Hz) , 
3.00-3.35 (4H, m) , 3.17 (2H, t, J = 8.4Hz), 3.74 (3H, s) , 4.08 (2H, t,J 
= 8.4Hz)', 6.75-6.80 (2H, m) , 7.00-7.10 (2H, m) , 7.63 (1H, s), 7.67 (1H, 

[0 12 0] 
##$13 1 

2-(2-# n 0 7i-il/)lf;i/ [6-tf^V-6-(4-;$-3f V-l,2,5,6--r h v t KD-4H- 

un [3,2,1-ij] y y-8-4 )i)<\**/M #;wu yWt tert-^;i/ 

[ft 9 9 ] 




##«2t'#fc8-(6-7*n ; EA^; >f;i/)-l,2,5,6-r h7t KD-4H-fD n [3, 
2 , 1-i j] * ; U >-4-* > (500mg) <fc t>*2- (2 - ? D D 7 x Xf- ;i/7 ^ >(43 
0«g)&ffi^T. ##49 1 9 fcHfcOjittfcff e» £ J: y , 3tMftl§t#>(540mg) 
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h NMR (300MHz, CDClg) 8 1.25-1.60 (4H, m) , 1.41 (9H, s) , 1.65-1. 80 (2H, 
m), 2.71 (2H, t, J = 7.5Hz), 2.85-3.30 (4H, m) , 2.89 (2H, t, J =7.5Hz) , 
3.01 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz),' 3.39 (2H, t, J =7.5Hz) 
, 4.12 (2H, t, J = 8.4Hz), 7.10-7.35 (4H, m) , 7.67 (1H, s) , 7.71 (1H, s) 

[0 12 1] 
3 2 

2-(3-7;WD7i-^)Xf;i/ [6-7}- * y-6-(4-^" 3f V -1 , 2 ,5 ,6-f h 7 F U -4 
H-tfnn [3,2,1-ij] apy 1; >-8->f J&/I//U yWt tert-??)l 

[ftioo] 




##M2T-#fc8-(6-^n ; E^^-y-y <i ;b)-i,2,5,6-^h^t Fo-4H-t°n n [3, 

2,l-ij]3f ^ U >-4-^->(500mg) fcj:t]!2-(3-7Wn7i-f)lf;i/75>( 
600mg)$:MV\T, ##M1 9 tMMC>mttZfio ?-£lZ£ V , *®^#l(613m g 

) &^»^i:bT#fc 0 

*H NMR(300MHz, CDClg) 8 1.25-1.60 (4H, m) , 1.44 (9H, s),1.74 (2H, tt, J 
= 7.5, 7.5Hz), 2.71 (2H, t, J = 7.5Hz), 2.75-2.90 (2H, m) , 2.90(2H, t, 
J = 7.5Hz), 3.02 (2H, t, J = 7.8Hz), 3.05-3.45 (2H, m) , 3.22 (2H, t, J= 
8.4Hz), 3.37 (2H, t, J = 7.5Hz), 4.13 (2H, t, J = 8.4Hz) , 6.80-7.00 (3H, 
m) ,7.20-7.30 (1H, m) , 7.67 (1H, s) , 7.71 (1H, s) . 
[0 12 2] 
3 3 

2-(2-* h3f$/7x-;i/)-l-*f-;i/X^;i/ [6-^-^y-6-(4-^-^V-l,2,5,6-x h 

5t Kn-4H-^nn [3,2,1-ij] u y-8->f ;i/)/\*s/;i/]#;wu ym tert- 
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[ft 1 0 1 ] 

Me^Me 

##M2T*#fc8-(6-^ , n j EAdp-9-^>r;i/)-l,2,5,6-T-h9t Kn-4H-tf n n [3, 
2,l-ij]3r7 tj >-4-^V(600mg) fcJ:tf2-(2-* h x^;i/)-l-^^;i/X^ 
^7^>(850mg)£JBVNT. ##$|1 9 tmWwmfcZ&S ZtKX. >X gflgft 

^(467mg) mnm^ubxmtz. 

h NMR(300MHz, CDClg) 8 1.18 (3H, d, J = 6.9Hz), 1.25-1.90(6H, m) , 1.36 
(9H, s), 2.71 (2H, t, J = 7.5Hz), 2.75-3.20 (5H, m) , 2.88 (2H, t,J = 7. 
5Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz), 3.82 (3H, s),4.1 
3 (2H, t, J = 8.4Hz), 6.80-7.25 (4H, m) , 7.67 (1H, s) , 7.72 (1H, s). 

[0 12 3] 
##M3 4 

5-jf^V-5-(4-^-^y-l,2,5,6-xh9t Kn-4H-tf U U [3,2, 1-i j] * J Vy-8- 
UtlO 2] 




Me I Me 
Me 

#f i 1 T'#fe8-(5-^ d d ^> ^ ; ,2,5 ,6-f b 7 1 Fn-4H-fcfno [3, 

2 ,1-i j] * J V >-4-# y (500mg) £ <fc 3-7 x -JU-l-^U \?)l7$y (694mg) £ 

h NMR(200MHz, CDClg) 8 1.20-2.00 (6H, m) , 1.43 (9H, s) , 2.60(2H, t, J 
= 7.8Hz), 2.71 (2H, t, J = 7.5Hz), 2.93 (2H, t, J = 7.5Hz), 3.01 (2H,t, 
J = 7.8Hz), 3.10-3.40 (6H, m) , 4.13 (2H, t, J = 8.4Hz), 7.10-7.35 (5H, m 
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),7.67 (1H, s), 7.71 (IB, s). 

[0 124] 
##M3 5 

6-^-dpy-6-(4-^dpy-i,2,5 f 6-^h7t Kn-4H-tfnn [3,2,1-ij]*; U >-8- 
Htios] 




##M2T-#fc8-(6-^n ; E/\^-y-^-f;i/)-i,2,5,6-xl>5t: Fn-4H-tfnn [3, 

2,1-ij] *J U >-4-;f >(700mg) gW3-7i-M-7'l] t?;i/T ^ >(811mg) 
M^T, ###91 9 fcH»©»ft£fj-)Z:fcK:J:-»K *fift^*(806ng) 

X H NMR(300MHz, CDClg) S 1.20-1.60 (4H, ■) , 1.44 (9H, s),1.74 (2H, tt, J 
= 7.5, 7.5Hz), 1.84 (2H, tt, J = 7.5, 7.5Hz), 2.59 (2H, t, J =7. 8Hz), 2 
.71 (2H,.t, J = 7.5Hz), 2.90 (2H, t, J = 7.5Hz), 3.02 (2H, t, J =7.8Hz), 
3.10-3.30 (6H, m), 4.12 (2H, t, J = 8.4Hz), 7.10-7.30 (5H, m) , 7.67(1H, 
s), 7.72 (1H, s). 
[0 12 5] 
3 6 

2-(2-;* h^$/7xn^)x^;i/[5-^^V-5-(2-^-dpV-l,2,5,6-r h^tl Kn-4 

H-tfnn [3, 2,1-ij] *j v>-8->[ ft) «y y& tert-^;i/ 

[ft 1 0 4 ] 
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#2 0 0 2-0 7 2 0 2 7 

##M3T*#fc8-(5-? nn^># y-f ;b)-5, 6-i?t h*n-4H-tfnn [3,2,i-ij] 

y>-2(lH)-^>(293mg) fe«J;l>*2-(2-^ ^<>7i-A)xf >(378 

mg)£^T, ##^5i 9 i:^©^#S:^e>3^tc«fcU, imfti^(86mg) & 

h NMR(400MHz, CDClg) S 1.43 (9H, s) , 1.51-1.76 (4H, ■) ,2.00-2.07 (2H, 
m), 2.81 (4H, t, J = 6Hz), 2.88-2.96 (2H, m) , 3.10-3.25 (2H, m) ,3.32-3.4 
1 (2H, m), 3.54 (2H, s) , 3.74 (2H, t, J = 6Hz) ,. 3.82 (3H, s) , 6.83-6.89( 
2H, m), 7.09-7.21 (2H, m) , 7.73 (2H, s). 

[0 12 6] 
##«3-7 

2-(2-^nn7i-^)xW [5-* 3r V-5- (2-* * V -1 , 2 ,5 , 6-r h 5 K n -4H- 

trnn[3,2,i-ij]*y u >-8->f ;i/)^>^;i/]*;wi^ >^ tert-^/i/ 

Htl0 5] 

##«3*e#fe8-(5-^on^>*y>f^)-5, e-yt Fq-4H-enn [3,2,1-1 j] 
*j y >-2(iH)-^->fe«ktK2-(2-^Dn7x-;p)x5 1 ;i/T5 >S:Mvnt> 

h NMR(400MHz, CDClg) 6 1.41 (9H, s) , 1.51-1.76 (4H, m) ,2.00-2.06 (2H, 
m), 2.82 (2H, t, J = 6Hz) , 2.87-3.00 (4H, m) , 3.10-3.26 (2H, m),3.41 (2H 
, t, J = 7Hz), 3.54 (2H, s) , 3.74 (2H, t, J = 6Hz) , 7.13-7.24 (3H, m),7. 
33 (1H, d, J = 7.2Hz), 7.73 (2H, s). 

[0 12 7] 
##M 3 8 

5-t V-5-(3-t ^ V-2,3,6,7-f h 7 1 KD-lH,5H-lf U F [3,2,1-i j] * J U > 
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Ut 1 0 6 ] 




o 



te^Me 
Nile 



##M 5 T*#£9-(5-? UU«y$JJ ;i/)-2,3,6,7-r b 9 H K n-lH,5H-tf V F 

[3,2,l-ij]^py U >-5-:*>fcJ:tf2-:7xr:;bx^;i/7$>£/§^T, 

9, £ |^^(D» Srfi 1 d ^ h IC <fc »J , $gft£tt (320mg) & $ J|&«% £ b T# 

X H NMR(400MHz, GDCI3) 8 1.44 (9H, s), 1.51-1.75 (4H, m), 1.93-1. 99 (2H, 
m), 2.67 (2H, t, J = 6Hz) , 2.82-2.85 (4H, m) , 2.92-2.95 (4H, m) ,3.12-3.2 
4 (2H, m) ,3.32-3.42 (2H, m) , 3.89 (2H, t, J = 6Hz) , 7.18-7.30 (5H, »),7. 
61 (2H, d, J = 5Hz). 

[0 12 8] 
##M3 9 

H,5H-tfU K[3,2,l-ij]*y Vy-Q~4JV)Ky^)l]iJ)VJiS.ym tert-7*)l 
HtlO 7] 



##M 5 T*#£9-(5-? n D ^ y % J -i ;i/)-2,3,6,7-r h 5 1: Fn-lH,5H-tf U F 
[3,2,l-ij]3f/ U >-5-#;/fcJ:t>*2-(2-* £/7x-;U)x^;i/75 >&MVn 
T, ##$!l 9 tm$k(DgkfcZfi$Z.t\Z£>), S^fc»(414mg)^«^ 

! H NMR (400MHz, CDClg) 8 1.43 (9H, s) , 1.51-1.76 (4H, m), 1.93-1. 99 (2H, 
m), 2.67 (2H, t, J = 6Hz) , 2.82-2.85 (4H, m) , 2.91-2.95 (4H, m) ,3.13-3.2 
5 (2H, m), 3.31-3.42 (2H, m) , 3.82 (3H, s) , 3.89 (2H, t, J = 6Hz) ,6.83-6 
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.89 (2H, m), 7.07-7.21 (2H, m) , 7.61 (2H, d, J = 5Hz). 

[0 12 9] 
###14 0 

2- (2- ^ n D 7 x ) ;i/(5-^- dp V -5- (3-* * V -2 , 3 , 6 , 7-r h 9 1 F P -1H , 
5H-fcTU F[3,2,l-ij]dpy U>-9--f;i/)^>^;i/]^;WU>® tert-7?-/b 
[ftl0 8] 



##M 5 t#fc9-(5-^ G d ^>^f ; >f ;i/)-2,3,6,7-f b 5 1 Kn-lH,5H-tfU F 
[3,2,1-ij] *J U >-5-^>fe«fc^2-(2-^an7x-;i/)x^;i/T^ >£MV^ 
, ###|1 9 fi 1 9 3 il(C <fc»J, *M£®(385mg)£$|t£ftpffi 



m), 2.67 (2H, t, J = 6Hz) , 2.84 (2H, t, J = 6Hz) , 2.94 (6H, t, J= 6.8Hz) 
, 3.12-3.26 (2H, m) , 3.41 (2H, t, J = 7Hz) , 3.89 (2H, t, J = 6Hz),7.13-7 
.19 (3H, m), 7.33 (1H, d, J = 7.2Hz), 7.62 (2H, d, J = 5Hz). 

[0 13 0] 
##$14 1 

5-;fr 3f V-5- (3-;t 3f y-3 ,4-2? t F □ -2H-1 ,4-K > V* # > -6->f ;b) ^ 
[ftl0 9] 



###f 7 T' £ 6- (5- v n n ^ > # ^ >f )V) -2H-1 ,4-/<>^^i;> -3(4H) -tf 
>££tf2-7x:^x^;i/75>£ffiv^ Mil 9 iill^oW?:^^ - ^ 




H NMR(400MHz, CDClg) 8 1.41 (9H, s) , 1.51-1.76 (4H, a) ,1.93-1.99 (2H, 
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KJ:»;, «^&IMttitbt#fc. 

h NMR(300MHz, GDClg) 8 1.44 (9H, m) , 1.58 (2H, m) ,1.65-1.75 (2H, m) , 2 
.81 (2H, m), 2.90-2.94 (2H, m) , 3.15-3.22 (2H, m) , 3.37(2H, m), 4.69 (2H 
, s), 6.99 (1H, d, J = 8.4Hz), 7.16-7.30 (5H, m) , 7.58-7.61 (2H, m) , 9.36 
(1H, s). 

[0 13 1] 
##M4 2 

2 - (2-x h * i/ 7 x =. ;i/ [5-* * V -5- (3-* * V -3 , 4- V bFD -2H-1 , l-« 

[ft 110] 




##M 7 T?#fc6-(5-^ n u*y $ j j jD-zz-iA-^yVx^vpy-sm-* 

X H NMR(300MHz, CDCI3) 8 1.42 (3H, t, J = 6.4Hz), 1.44 (9H,s), 1.60-1.73 
(4H, m), 2.83-2.94 (4H, m) , 3.18-3.36 (4H, m), 3.99-4.06 (2H, m) ,4.68 ( 
2H, s),. 6. 80-6.87 (2H, m) , 6.96-6.99 (1H, d, J = 6.6Hz), 7.07-7.18 (2H,m 
), 7.58-7.63 (2H, n) , 9.67 (1H, s). 

[0 13 2] 
##M4 3 

2-(2-7;^D7i-jl/)lfil' [5-#3fV-5-(3-#*V-3,4-*?fc FD"2H-1,4-^ 
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[ft Ml] 




7 T* # £6- (5- * D n ^ > # ) -f )l) -2H-1 ,4-^> * * 5? > "3 (4H) 

# Mr e> r h jet u , *«fls-&«fe*HMifr«« t ttife. 

X H NMR(300MHz, CDClg) 8 1.42 (9H, m) , 1.52-1.78 (4H, m), 2.82-2. 96 (4H, 
m), 3.25 (2H, m) , 3.36-3.43 (2H, m) , 4.69 (2H, s) , 6.96-7.08(3H, m) , 7.1 
4-7.23 (2H, m), 7.58-7.63 (2H, m) , 9.16 (1H, s) . 

[0 13 3] 
##M4 4 

2-(2-^Dn7x-;b)xf;b [5-# 3f V -5- (3-^ * V -3 , 4- V M Kd -2H-1 ,4-^> 

y^-^-9-^>-6->f #;wu >m tert-^;i/ 

[ft!12] 



7 t?#£6- (5^nn^^;^f;i/) -2H-1 ,4-/< y ir**vvy-2 (4H) 
>fcjctf2-(2-?nn7x:i;i/)x^;i/75:v£JB^"t, ##Mi 9 

h NMR(200MHz, CDClg) 8 1.42 (9H, m) , 1.67 (4H, m) , 2.92(4H, m) , 3.25 ( 
2H, m), 3.37-3.45 (2H, m) , 4.69 (2H, s) , 6.99 (1H, d, J =8. 8Hz), 7.17 (3 
H, m), 7.30-7.34 (1H, m) , 7.61-7.62 (2H, m) , 9.56 (1H, s) . 

[0 13 4] 
##M4 5 

2-(3-* bJri/7i^)lfiH5-t^y-5-(3-^^V-3,4-i?t: Kn-2H-1,4-^ 
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y\r**ypy-G-J to) ^y^MX torts ym tert-^;b 




##M 7 T*# £6- (5- v a n ^ > # J -i to) -2H-1 ,4-^< y * V P y -3 (4H) 
y&&m-(z-* h*y7*-to)x?)\,7*y%:%^x, ##$fi 9 tmUoWi 
ft & ff e> 3 i: jc «fc y , ^jHftiir^ £ &&?jff$fe £: b T#fc c 

h NMR(200MHz, CDGlg) 8 1.45 (9H, m) , 1.55-1.77 (4H, m) , 2.75-2.82(2H, 
m), 2.88-2.95 (2H, m) , 3.22 (2H, m) , 3.37 (2H, m) , 3.79 (3H, s) , 4.69 (2 
H,s), 6.73-6.78 (3H, m) , 6.99 (1H, d, J = 8.8Hz), 7.16-7.23 (1H, m) , 7.5 
8-7.62(2H, m), 9.46 (1H, s). 

[0 13 5] 
###14 6 

2- (3-x h * p 7 x - to) X5 1 ;b [5-;fr * V -5- (3-;* 3f V -3 , 4- P t Fa -2H-1 , 4-^< 

>y^^i^i?>-6->f #;wu tert-^;i/ 

lit 1 1 4 ] 



###J 7 T*# £6- (5- * n D ^ > # y W ;V) -2H-1 ,4-^ y )/# * i?" S? > -3 (4H) 
>££tf2-(3-xh**/7xx;i/)x^;i/7S:'&M^T, ###|l 9 iHHTOH 



(4H, m), 2.74-2.81 (2H, m) , 2.88-2.95 (2H, m) , 3.21 (2H, m) , 3.36(2H, m 
), 4.01 (2H, q, J = 7Hz), 4.69 (2H, s) , 6.72-6.76 (3H, m) , 6.99 (1H, d, 
J= 8.8Hz), 7.14-7.22 (1H, m) , 7,58-7.62 (2H, m) , 9.43 (1H, s) . 




H NMR(200MHz, CDCU 6 1.40 (3H, t, J = 7.0Hz), 1.45 (9H,s), 1.55-1.77 



118 



ffi!E# 2 003-3006600 



#2 00 2-072027 

[0 13 6] 

##«4 7 

5-(i-7-fe^^-2,3-$;t: Kn-iH->f > F-;i/-5--f;b)-5-^^y^>^;i/ [2- (2- 

[ftll5] 




1 1 -e#fci-(i-7-fe^;i/-2,3-*;n Kn-m->f > F-;b-5-^;i/)-5-2 o 

n^>#>-l-;f >(280mg) fe«fctJf2-(2-^ h *S/7 x~;i/)X^;i/T 5 y (378mg) 

h NHR(400MBz, CDClg) 6 1.43 (9H, s) , 1.51-1.72 (4H, m),2.22 (3H, s) , 2 
.75-2.88 (2H, m) , 2.90-2.95 (2H, m), 3.08-3.22 (4H, m), 3. 32-3. 41 (2H, m) 
, 3.81 (3H, s), 4.07 (2H, t, J = 7Hz) , 6.81-6.87 (2H, m) ,7.08-7.19 (2H, 
m), 7.77-7.81 (2H, m) , 8.21 (1H, d, J = 8.5Hz). 

[0137] 
##M4 8 

5-(i-7-fef-;w2,3-^t Kn-iH->f y F-^-w^)-5-**v<vf;K2-7i 

Cftl 1 6] 




1 1 -e#fei-(i-7-fef-;w2,3-$?E F □ -ih — < y F-;i/-5--r;u)-5-^ a 

0^>^>-l-^->(560mg) SJ:tK2-7x-;i/X^;b7$ >(606mg) £ffiV\T> 
##$Jl 9 fcH«©SH£&fr3£££.k^ 3t®fls£# (290mg) &$S3t&itfPfK% 
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h NMR(400MHz, CDClg) 8 1.44(9H, s), 1.51-1.74(4H, ■) , 2.25(3H, s), 2.7 
5-2.88(2H, ■), 2.89-2. 96(2H, m) , 3.05-3.27(4H, m) , 3.30-3. 43(2H, m) , 4.1 
1(2H, t, J = 7.3Hz), 7.15-7.30(5H, n) , 7.79-7. 83(2H, a), 8.22(1H, d, J = 
8.5Hz). 

[0138] 
##0J4 9 

5-(i-r-fef-/i/-2,3-s?fc Fn-iH-W y ^)-5-^-^y^>^;i/[2-(2- 
^dd 7i-^)o:f;i/] #/wts ym tert-y^^ 

[ftl 1 7] 




##Mi nr#fci-(i-7iz*;i/-2,3-*?fc KD-lH-'-f >K-;i/-5--f;i/)-5-^n 

DK>^>-l-^>fe<^:tJ { 2-(2-^^□7x^;^)x^•;^■r^>$:mv^T, 

1 9 h|ftJ$<Z>llfWTe>r »i^fWtltife. 

*H NMR(400MHz, CDClg) 8 1.41 (9H, s) , 1.51-1.76(4H, m) , 2.25(3H, s) , 2.9 

4(4H, br.s), 3.12(2H, br.s), 3.22(2H, t, J = 7.6Hz), 3.41(2H, t, J = 7Hz 

), 4.1K2H, t, J = 7.3Hz), 7.17(3H, br.s), 7.33(1H, d, J = 7.2Hz), 7.79- 

7.83(2H, m), 8.22(1H, d, J = 8.5Hz). 

[0 13 9] 

5 0. 

5-(2,3-t?fc Fa-iH--f y F-;i/-5-> f ;i/)-5-^-^y^>5 1 ;i/[2-(2-^ h*i/7x 
-;i/)x^;i/]#;wU>^ tert-y^;i/ 
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[ftllS] 




$##94 7t'#fc5-(l-7tf;H,3-e?t: KU-lH->f V K-/l/-5->f ;i/)-5-*^ 

y*:/f-M2-(2-* h^^7x-;i/)x^;i/]^;y/^ >S8 tert-^Mi.oog)- 

lC7^b*U^A(0.22g) ©**y-M4ral) 8I#L&#£ 
2^W^MLfe 0 ?£$&^ETS:£U #e>tife^(c*&*^, ifxf 

$g ; : »g*x?^b = 1 : DCtiSU *M£«$jt&«#(70 

0mg)£UT#fc o 

*H NMR(400MHz, CDCI3) 8 1.43(9H, s), 1.51-1.72(4H, m) , 2.78-2.88(4H, m) 
, 3.06(2H, t, J = 8.5Hz), 3.08-3.24(2H, a), 3.32-3.39(2H, m), 3.65(2H, t 
, J = 8.5Hz), 3.81 (3H, s) , 4.26(1H, br.s), 6.52(1H, d, J = 8Hz) , 6.82-6. 
88(2H, m), 7.08-7.20(2H, m) , 7.69(1H, d. J = 8Hz) , 7.72(1H, s). 

[0 14 0] 
##M 5 1 

5-(2,3-s;n Kn-iH— f > K-;i/-5->f;i/)-5-^^v^>'5 1 ;i/[2-(2-^ Ki/7i 




##M5 0^#fc5-(2,3-s;n Fn-lH-W > K-^>H/-5->f ^)-5-^-drV^>^;b [2 

-(2-* Ndre/7x-;i/)xf-;H^;bA^>M tert-^;i/(362mg) o*?*?\ji/jfc 

;i/A75 F(2ml) ^{C^^U 7vts(166mg) ^«kt>*a^^^^;Kl70mg) *M 
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60-70X1 T*5I$M#Lfe. j88&»JEETSSU #&*lfc«?6K:#feiD*., 

(II^I ; A^r-9-> : = 1 : 1)KT*«U .3SMfli£«&&Jtfitt 

^t)(125mg)i:L/T#fco 

! H NMR (400MHz, CDClg) 8 1.43(9H, s) , 1.51-1 .70(4fl, ■)", 2.78-2.88(4H, m) 
, 2.84(3H, s), 3.00(2H, t, J = 8.5Hz), 3.08-3.24(2H, m) , 3.31-3.40(2H, m 
), 3.48(2H, t, J = 8.5Hz), 3.81 (3H, s) , 6.34(1H, d, J = 8Hz), 6.82-6. 88 ( 
2H, m), 7.08-7.20(2H, a), 7.67(1H, s) , 7.76(1H, d, J = 8Hz). 

[0 14 1] 
##« 5 2 

5-(l-xf^2,3-i?t Kn-1H->T> K-;i/-5— f ;i/)-5-;fr3f 7^>^M2-(2-* 

Mb 1 2 0 3 




##M5 0T?#fc5-(2,3-$;t Kn-iH->f > K-;i/-5-^;i/)-5-^-^v^>^;i/[2 

-(2-* h^S/7x-^)x^;i/]*;i/A^^ tert-^;i/j3<fctJ t 3'7'fbx^ J W/S: 

X H NMR(400MHz, CDC I 3) 8 1.18(3H, t, J = 7.4Hz), 1.43(9H, s) , 1.51-1.72( 
4H, m), 2.78-2.88(4H, m), 3.00(2H, t, J = 8.5Hz), 3.08-3.23(2H, a), 3.25 
(2H, q, J = 7.4Hz), 3.31-3.41 (2H, m) , 3.52(2H, t, J = 8.5Hz), 3.81 (3H, 
s), 6.33(1H, d, J = 8Hz), 6 . 82-6 . 88 (2H , m) , 7.08-7.20(2H, m) , 7.67(1H, s 
), 7.74(1H, d, J = 8Hz). 
[0 14 2] 
5 3 



12 2 
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5-[i-(3-t Kn Jpi/^ntf;b)-2,3-^t Kn-iH->f y K~;i/-5-^r;i/]-5-*^y 

[ft!2 1] 



##H5 0t^t5-(2,3-i?t Fn-iH->f > /I/) -5-#*V [2 

h NMR(400MHz, CDClg) S 1.43(9H, s) , 1.51-1.70(4H, m) , 1.75(1H, br.s), 
1.85(2H, t, J = 6.7Hz), 2.78-2.88(4H, m) , 3.01(2H, t, J = 8.5Hz), 3.08-3 
.24(2H, m), 3.30-3.40(2H, m) , 3.32(2H, t, J = 6.7Hz), 3.54(2H, t, J = 8. 
5Hz), 3.76(2H, t, J = 7.6Hz), 3.82(3H, s) , 6.39(1H, d, J = 8Hz) , 6.82-6. 
88(2H, m), 7.08-7.2O(2H, m) , 7.67(1H, s) , 7.73(1H, d, J = 8Hz). 

[0 14 3] 
##M 5 4 

[5-(5-[(tert-7h*S/#;btfr.;i,) [2-(2-* h^>>7z-^)i^] 7$ J } ^ 
J Kn-iH-^>K-;w-f;i/]SPtxf;b 

[ft 1 2 2 ] 



5 0 T*#fe5-(2,3-$;n KQ-lH->f y K-;i/-5->f ;i/)-5-;f * v'^>^;i/ [2 
-(2-* hdrS/7 xn;b)xf-;i/]^;i/7\'^ tert-^^fcictf^P^lf^xf- 




OH 
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h MR(400MHz, CDClg) 5 1.27(3H, t, J = 7Hz) , 1.43(9H, s) , 1.51-1.73(4H 
, m), 2.75-2.88(4H, m) , 3.08(2H, t, J = 8.5Hz), 3.15-3.23(2H, m) , 3.30-3 
.40(2H, m), 3.67(2H, t, J = 8.5Hz), 8.81 (3H, s) , 3.96(2H, s), 4.20(2H, q 
, J = 7Hz), 6.29(1H, d,. J = 8Hz) , 6.82-6.88(2H, m) , 7.08-7.20(2H, m) , 7. 
70(1H, s), 7.73(1H, d, J = 8Hz) . 
[0 14 4] 

5-[i-[(x^;i/7^ y)*;i/3i<-;u]-2,3-j;t: Kn-iH->f y K-;i/-5-f;i/]-5-^j- 

^ry^>^;i/[2-(2-^ h^fi/7i^)ifMA;WU>i tert-7^;i/ 

at 1 2 3 ] 




###15 o-e#£5-(2,3-s;t: Fo-lH->f > h*-;b-5-^f;b)-5-^^y^^f-;i/[2 
-(2-* h^i/7i-;i/)if;i/]*^;t>>i tert-y*^;K362mg) ©^h^tiK 
n75>(2ml) ^MlC-f VS/T>i?X^;K85mg) 60TCT'2«$#Lfc 

x^;b=l : DCTIIL, «-fbA%5:^Jt^^%(254mg)i:LT#fe„ 
X H NMR(400MHz, CD3OD) 8 1.22(3H, t, J = 7Hz), 1.43(9H, s) , 1.51-1.73(4H 
, m), 2.76-2.95(4H, m) , 3.07-3.23(4H, m) , 3.30-3.42(4H, m) , 3.82(3H, s) , 
3.94(2H, t, J = 8Hz), 4.70(1H, br.s), 6.82-6.88(2H, m) , 7.08-7.20(2H, m 
), 7.75(1H, s), 7.80(1H, d, J = 8.5Hz), 7.96(1H, d, J = 8.5Hz). 
[0145] 
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##M 5 6 

2-(3-7Mn7x-;i/)l^ [5-^- * y -5- (3-tf * V -3 , 4- S? \L K D -2H-1 , 4-/< 
[ft 1 2 4 ] 




• 7 T*#fc6-(5-? flD^^ y ^ ;i/)-2H-l,4-^y *•9•s;>-3(4H)-;fr 

>££^^*2-(3-7;l,;t^yxx;^)x^;^7* >£Mv^ ##Mi 9^ll#©^ 

*H NMR (200MHz , CDClg) 5 1.44(9H, s) , 1 . 52-1 . 76 (4H , m) , 2.81(2H, m) , 2.9 
1-2.95(2H, m), 3.14-3.23(2H, m), 3.38(2H, m) , 4.69(2fl, s) , 6.87-7.01(4H, 
m), 7.20-7.25(lH, m) , 7.59-7.61 (2H, m) , 9.40(1H, s) . 
[0 14 6] 
###| 5 7 

.2-(3-^DD7i^)lf^ [5-;f 3f y -5- (3-;f * y -3 , 4- V \L K D -2H-1 , 4-^ > 
. [ftl 2 5] 




##0>J 7i'#fc6-(5-^nn^>^;^ -2H-1 ,4-k > V***yv y-3 (4H) 
>££tf2-(3-?pnyx_;b)x^;i,73y£^T v ##Mi 9 £ |i»z>ig# 

*H NMR (200MHz, CDClg) 8 1.44(9H, s) , 1.58(2H, m) , 1.68-1.73(2H, m) , 2.7 
9(2H, m), 2.90-2.95(2H, m) , 3. 14-3.23(2H, m) , 3.37 (2H, m) , 4.69(2H, s) , 
6.98-7.05(2H, m) , 7.17-7.21(3H, n>) , 7.59-7.61 (2H, m) , 9.46(1H, s). 

12 5 2003-3006600 
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[0 14 7] 

##M 5 8 

5-(i,3-s;*^;b-2-#3fy-2,3-$;fc Kn-m-'Ov^f ^ ^V-^-s-^-s-* 

■^y^>^;K2-7x^;i/X^;i/)^;wU>^tert-^;i/ 
[ftl 2 6] 




>y-f 5^y-^/-2-#>fej:tK2-7x-;i/x^;i/7^>S:Mv>T, ##Mi9 
fcH«©fRf^&^-5 ztK «fc y , SBMSiftiftfttiT^fc. 

X H NMR(300MHz, CDClg). S 1.44(9H, s) , 1.75-1. 59(4H, m) , 2. 79-2. 81 (2H, m) 
, 3.03-2.99(2H, m) , 3.22-3.18(2H, m), 3.39-3,35(2H, m) , 3.46(3H, s), 3.4 
7(3H, s), 6.99(111, d, J = 8.1Hz), 7.31-7. 16(5H, n) , 7.63(1H, d, J = 1.2H 
z), 7.78(1H, d, J = 8.4Hz). 
[0 14 8] 
5 9 

5-(i,3-^^^;i/-2-^-^y-2,3-j;t Kn-iH-'O ^y-;i/-5— f ;b)-5-^- 

[ftl2 7] 




##M l o t*# fc5- (5-^7 n d * y * y >f ;b)-i ;i/-i ,3-s? t Fn -2H-/< 
>VV ^y-;i/-2-p}->;J3J:tf2-(2-* h*is?*-)l)3i?)i7$ >&ffiV^T 
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h NMR (300MHz, CDClg) 8 1.43(9H, s) , 1.73-1.64(4H, m) , 2.84-2.80(2H, m) 

, 3.03-2.99(2H, m) , 3.23-3.21 (2H, m) , 3.37-3. 33(2H, m) , 3.47 (6H, s) , 3.8 

2(3H, s), 6.90-6.82(2H, m) , 6.98(1H, d, J = 8.4Hz), 7.21-7.17(2H, m) , 7. 
63(1H, d, J = 1.5Hz), 7.79(1H, d, J = 8.1Hz) 

[0 14 9] 

6 0 

2- (2-# D n 7 x -;i/) x-f ;i/ [5- (1 , 3-P * ?)l-2-tf * V -2 ,Z-V t K □ -1H-K > 

i/>f ^ #V-/i/-5->f ;i/)-5-^-^y^>^;i/] >^tert-^;i/ 
HM. 2 8 ] 



##Mi ot'#fc5-(5-^DQ^>^^-f;i/)-i,3-e;^f-;b-i,3-s;n Kn-2H-/< 
> y-f 5 #V-;i/-2-;t:/ «fc t>*2-(2-^ n n y i-^)if^/7 ^ > £JB v%T, 

0 

h NMR(300MHz, CDClg) S 1.74-1. 41 (13H, m) , 3.01-2.94(4H, m) , 3.24-3.15( 
2H,.m), 3.44-3. 39(2H, m) , 3.46(3H, s) , 3.47(3H, s) , 6.99(1H, d, J = 8.1H 
z), 7.17(3H, a), 7.35-7.32(lH, m) , 7.63(1H, d, J = 1.5Hz), 7.79(1H, d, J 
= 8.1Hz). 

[0 15 0] 
6 1 

5-(l-^yVJl-2,S-^H Ko-iH— < y F-)]/-5-4)D-5-**Vs<y3-)i [2-(2- 
;* h * *, 7 ^ >^tert-^;b 



Me 
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[flS 1 2 9 ] 



#2 0 0 2-0 7 2 0 2 7 




##M5 o T*#fe5-(2,3-^t Kn-iH--f > K-;i/-5->f ^-s-it^ v^y^;!/ [2 

h NMR(400MHz, CDClg) 8 1.43(9H, s) , 1.51-1.68(4H, m), 2.85(4H, br.s), 
3.03(2H, t, J = 8.3Hz), 3.07-3.20(2H, m) , 3.34(2H, br.s), 3.50(2H, t, J 
= 8.4Hz), 3.81 (3H, s) , 4.37(2H, s) , 6.40(1H, d, J = S.3Hz), 6.82-6.88(2H 
, m), 7.08-7. 20(2H, m) , 7.26-7.36(5H, ■),. 7.70(1H, s) , 7.74(1H, d, J = 8 
.3Hz). 

[0 15 1] 

&mw 6 2 

5-(i-^>y-r;i/-2,3-$;t Kn-iH->f > K-;v-5->r;p)-5-^-dpy^>5 1 ;i/[2-(2 

[ft 1 3 0 ] 




##M5 ot#fc5-(2,3-i;t Kn-iH-w > F-W^)-&-J(-^M^[2 
-(2-* h^j/7x^)i^]*wu>8 tert-^;b^J:^^yy>r;v^D 

h NMR(400MHz, CDC 1 g) 5 1.43(9H, s) , 1.51-1. 70 (4H, m) , 2.82(2H, br.s), 
2.93(2H, br.s), 3.15(2H, t, J = 8.5Hz), 3.21 (2H, br.s), 3.35(2H, br.s), 
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3.82(3H, s), 4.13(2H, t, J = 8.4Hz), 6.82-6.88(2H, m) , 7.09-7.20(2H, m), 
7.44-7.57(6H, a), 7.75(1H, br.s), 7.83(1H, s). 
[0 15 2] 
#1 6 3 

5-[i-(7^u y *;b^n;i/)-2,3-^ti Fn-iiW y F-;i/-5-w ;H-5-#*y^ 
>^;i/[2-(2-^ h^s/7x^;b)x^-;i/]*;wt^ >^tert-^;i/ 

[ftl3 1] 




##M5 0t#fc5-(2,3-j;t Kn-iH-w > F-^M^^^>W[2 

136-137^C©^M^il btllfc. 

*H NMR(400MHz, CDGlg) 8 1.43(9H, s) , 1.51-1.70(4H, m) , 2.82(2H, br.s), 
2.91 (2H, t, J = 7.0Hz), 3.13-3. 26(4H, m) , 3.35(2H, br.s), 3.81 (3H, s) , 4 
.11(2B, t, J = 8.4Hz), 6.36(1H, s) , 6.82-6.88(2H, m) , 7.08-7. 20(3H, m) , 
7.33(2H, t, J = 8.3Hz), 7.45(2H, d, J = 8.0Hz), 7.78(1H, s) , 7.81 (1H, d, 
J = 8.5Hz), 7.98(1H, d, J = 8.0Hz). 
[0153]' 

mmmi 

8-[5-[(2-7i-;i/Xf^)75 ^]^>^y-f;i/]-l,2,5,6-xh7tl Fn-4H-tf 

□ d [3,2,1-ij]^/ vy-i-*> mmm. 
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H&13 2] 




9 "e#fc5-*ip y-5-(4-*# V-l,2,5,6-f h 5 b Kn-4H-bTnO [3,2, 
l-ij]3V U>-8->f;i/)^>^;K2-7x->n/X^;V)?!j;i/A^>^ tert--?3-fl/ 
(3.00g) CDX*y-/l/(5«l) »*C4Slft*flI**-IM|Xf'A/»«(15«l) ft 

SBS(1.98g)fcLTfcfc. 

X H NMR(300MHz, DMS0-d g ) 8 1.60-1.75 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2 
.90-3.20 (10H, m), 3.18 (2H, t, J = 8.4Hz), 3.99 (2H, t, J = 8.4Hz), 7.2 
0-7.40 (5H, m), 7.73 (1H, s) , 7.74 (1H, s) , 8.95-9.10 (2H, br). 
7C*£#f C 24 H 28 N 2 0 2 • HCI £ L/T 
ff-gft : C, 69.80; H, 7.08; N, 6.78. 
£343:0, 69.43; H, 7.06; N, 6.72. 
[0 15 4] 

8-(5- [ [2- (2-* h * 2/ 7 x =-JV) Xf^t/] 7^ J]*<y% J -i ;i/)-l,2,5,6-f- 

t Kn-4H-t:nn [3,2,i-ij]^^ u>-4-^> 

[ft 1 3 3 ] 




##M2 OT*#fc2-(2-.* h^i/7i-;i/)lf;b [5-yf 3fy-5-(4-;f afV-1,2,5, 

6-fb5t Fn-4H-^n a [3,2,i-ij] D >-8->f #;wU ym. 

tert-^;i/(1.16g) £MV>T, 1 tmMomftZfi O ^ £ £ J: »J , ' g 



1 3 0 
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0tt£TO35mg) feK&94-9rc®fcfttt*fcbt1lfe. X H NMR(200MHz, DMSO-d 
6 ) 8 1.60-1.80 (4H, m), 2.59 (2H, t, J = 7.6Hz), 2.85-3.15 (10H, m) , 3. 
18 (2H, t, J = 8.4Hz), 3.80 (3H, s) , 3.99 (2H, t, J = 8.4Hz), 6.91 (1H, 
dt, J = 7.3, 1.0Hz), 7.00 (1H, d, J = 7.6Hz), 7.15-7.30 (2H, ■), 7.74 (2 
H, s), 8.95-9.15 (2H, br) . 
Tbmftffi C 25 H 30 N 2 03 • HC1 • HgO £LX 
ff-JMt : C, 62.69; H, 7.36; N, 5.85. 
&IMt:C, 63.02; H, 7.15; N, 5.82. 
[0 15 5] 

8- (5- [ [2- (3-* h^i/7x^;i/)lf;i/]7^]^>fM;i'H,2 1 5,6-fh7 
t Fn-4H-fcTnn [3,2,1-ij]*^ u>-4-*> IIS 
[ft 1 3 4 ] 




*M£S6QlTMSfc2-(3-* h3fi/7x^)xfjb[5-^^y-5-(4-t^y-l,2,5,6 

-fh7t Kn-4H-tfnn [3,2,1-ij] * ; >j>-8-^)^fMA^5>K 
tert-^;K3.02g) fcffi^T, SlifcM 1 fcH»©*ff&ff "5 £ iltd «fc »J, M 
fc£fl>(2.82g) fc»&97-100lC©fcftj|i^fcLT#fc. 

*H NMR (200MHz, DMSO-dg) 8 1.55-1.80 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2 
.85-3.20 (10H, m), 3.17 (2H, t, J = 8.4Hz), 3.75 (3H, s) , 3.99 (2H, t, J 
= 8.4Hz), 6.75-6.85 (3H, m), 7.25 (1H, t, J = 8.2 Hz), 7.74 (2H, s), 9. 
15-9.35 (2H, br). 

nmftffi C 25 H 30 N 2 0 3 • HC1 • 1.5H 2 0 t bX 
ff-gft : C, 63.89; H, 7.29; N, 5.96. 
JUMI:C, 64.01; H, 7.01; N, 6.01. 
[0 15 6] 

13 1 ffifE#2 003-3006600 
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mm®* 

8- (5- [ [2- (3 , 4- V * b * */ V x Xf- M 7 ^ J M > # ^ -f >>l/) -1 , 2 , 5 
hvtl FD-4H-tTna [3,2,l-ij]^7 U >-4-tf> £8& 
[ftl3 5] 




##M2 2T*#£2-(3,4-s;* h^^7x-;i/)x^;i/[5-^dry-5-(4r^^y-l, 

2,5,6-f b7t Kn-4H-bfDD [3,2,i-i j] =3f y u >-8— f #;wu 

>^ tert-^;K408m g ) £M.^T, J&6&$| 1 t mWi(D%ft*:ft o Z. £ K «fc »J 
, ^^b-a-tf(290mg) mSJ75-176^0*&MII£LT#k.> 
X H NMR(200MHz, DMSO-dg) S 1.55-1.80 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2 
.80-3.20 (10H, m), 3.18 (2H, t, J = 8.4Hz) , 3.72 (3H, s) , 3.75 (3H, s) , 
3.99 (2H, t, J = 8.4Hz), 6.76 (1H, dd, J = 8.2, 1.8Hz), 6.90 (2H, d, J = 
8.2Hz), 7.73 (2H, s) , 8.85-9.05 (2H, br). 
[0 15 7] 

8-(5- [[2-(2-j'nn7i x^;H y x ) ] ^ y * J -i ;i/)-i ,2 ,5 ,6-t- N =y t 

Fn-4H-lfnn [3,2,l-ij]^r>"J>-4-^> 
[ftl 3 6] 




##$[2 3 T;#fe2-(2-^ n 0 71-^)1^ [5-:t* V-5-(4-2f-=Sf V-l, 2,5,6- 

f^7t Kn-4H-t:an [3,2,1-ij] * y y >-8--f ;i/)^>^;H #;wu y& t 

ert-^;i/(1.50g) fc^T, HMM 1 tmm<J)Wift*fio Z.t\Z J: »J, &Bft 
£#(989mg) fcKj&128-13OT;0ft&|gA2: LT^fe. 

X H N MR (200MHz, DMSO-dg) 6 1.55-1.80 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2 
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.90-3.25 (12H, m), 3.99 (2H, t, J = 8.4Hz), 7.00-7.55 (4H, m) , 7.73 (2H, 
s), 9.10-9.30 (2H, br). 
7cii£#f C 24 H 27 C1N 2 0 2 • HC1 • H 2 0 t bX 
fflliC, 60.76; H, 6.59; N, 5.90. 
£g&£ : C, 61.15; H, 6.20; N, 5.77. 
[0158] 

mnme ■ 

8-(5-[[2-(3-7Wn7i-^)lfM75 ;]^>^;-r;i/)-i,2,5,6-fh7 
t Kn-4H-^nn [3,2,i-ij]dp^ yy-4-;fry 
C-fb i 3 7 3 




2 4 T'#fe2-(3-7;Wn 7i-^l/)lf ;i/ [5-# * y -5- (4-;t * V -1 , 2,5 , 
6~rh9t: FO-4H-£nn [3,2,l-ij]3V U >-8->f )l)^y^M #;WU >$. 

tert-^;i/(1.40g) £MV^, MffiMl t®$k<Dmft*fi$ Z.£\Z&>). 3t 
M^(905mg) m&172-173 c C0&&*g||i: bTf§£ 0 
h NMR(200MHz, DMSO-dg) 8 1.55-1.80 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2 
.85-3.25 (12H, m) , 3.99 (2H, t, J = 8.4Hz), 7.00-7.20 (3H, m) , 7.50-7.65 
(1H, m), 7.74 (2H, s) , 8.90-9.10 (2H, br). 
7Cfl##T C 24 H 27 FN 2 0 2 • HC1 h L/T 
ff^it : C, 66.89; ti, 6.55; N, 6.50. 
II|:C, 66.50; H, 6.21; N, 6.20. 
[0 15 9] 

2-* hdri/-5-(2-[[5-^-^y-5-(4-^dry-l,2,5,6-^S5t: Kn-4H-tfon [3, 

2,l-ij] ^py U>-8->f;i/)^y^;i/]7^y]x^;i/)Kyizyx;i/*yr^ K & 

mm. 

13 3 ffiSE4# 2003-30066 0 0 
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Utl 3 8] 



o 




HCI 



H 



##M 2 5 T'#fe2- [3-(7 3. ^ ^;i/^-;i/)-4-^ h * t/ 7x-M X^;b [5-:fr3f 
V-5-(4-;f *V-l,2,5,6--r h5fc KD-4H-tf D D [3,2,1-i j] U>-8--f;i/) 

^>^;i/]*;i//U>^ tert-^;K605m g ) &;§v\t, HMU £li$l©£^ 

fc^^^CiU, «ffift-£tl(325mg) &H6^145°C(^)0il^M^ii LT# 

fee 

X H NMR(200MHz, DMSO-dg) 6 1.55-1.75 (4H, m) , 2.60 (2H, t, J = 7.6Hz), 2 
.85-3.20 (10H, m), 3.18 (2H, t, J = 8.4Hz), 3.89 (3H, s) , 3.99 (2H, t, J 
= 8.4Hz), 7.08 (2H, s) , 7.18 (1H, d, J = 8.8Hz), 7.47 (1H, dd, J = 8.6, 
2.2Hz), 7.63 (1H, d, J = 2.2Hz), 7.74 (2H, s) , 8.85-9.05 (2H, br). 
7G«£#T C 25 H 31 N 3 0 5 S • HCI • H 2 0 t LX 

' C, 55.60; H, 6.35; N, 7.78. 
HM:C, 55.51; H, 6.50; N, 7.46. 
[0 16 0] 

mmw8 

8- (5- [ [2- (2-* h 3f i/ 7 x ~;i/) -1-* xf- )V] 7 ^ J ] * > # J A )l) -1 , 2 , 5 , 

6-fh7t Fn-4H-tfnn [3,2,1-i j] * ) Vy-i-Jry «i| 

[ft 1 3 9 ] 



y-l,2,5,6-f b7t Fo-4H-tfno [3,2,1-i j] * j y M^J^M fifc 

tert-^;K641mg) fcffi^T, %%m 1 £ nm<D^^l^> 3 £ }C 




##M2 6T*#£2-(2-* h^i/7xx;i/)-l-^^;bX^;b[5-^^rV-5-(4-^-^ 
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ffiE# 2 0 0 3 -3 



#200 2—072027 



«fc»; ? *felffc£«l(438«g) »tMSW^Tife„ 
X H NMR(200MHz, DMS0-d g ) 5 1.10 (3H, d, J = 6.2Hz), 1.60-1.90 (4H, m) , 2 
.59 (2H, t, J = 7.6Hz), 2.80-3.20 (9H, m), 3.18 (2H, t, J = 8.4Hz), 3.80 
(3H, s), 3.99 (2H, t, J = 8.4Hz), 6.80-7.60 (4H, m) , 7.73 (2H, s), 8.90 
-9.25 (2H, br). 

7C*£*f C 26 H 32 N 2°3 ' HC1 * H 2° thX 
fflHB:C f 65.74; H, 7.43; N, 5.90. 

IM:C, 65.44; H, 7.09; N, 5.72. 

[0 16 1] 

8- [5- U (2-7i-;i/lfiV) 7 $ J ) J 4 M -l,2,5,6--r h 7 b: fd- 

4H-tfDD [3,2,l-ij]^y U>-4-^> 
[ft 14 0] 



1 T'#fe8-(5-^ D D ^ > ^ ; >f ,2 ,5 ,6-f h 7 1 Kn-4H-tTU U [3, 
2,1-ij] U>-4-7|->(800mg), N-^f ;H-(2-7xr;|/Xf ;i/)7 ^ > (0.438 
ml)fci:tf«#U <7A(830mg) © h;i/X>(10ml) bfctf *>12B#|ig 

»«bfc. M^{C7K(15D.l)^it>*mx^;i/(20ml)$:^, ffgt 

jSBRt^jR ; Mx^;i/){cti»|gb, *Hfc£«©7 U -<B^fei*JMMMK*( 
519mg)£bT#fc 0 

! H NMR(7y-fiS; 300MHz, CDClg) 8 1.50-1.65 (2H, m) , 1.74 (2H, tt, J 
= 7.5, 7.5Hz), 2.31 (3H, s) , 2.45 (2H, t, J = 7.5Hz), 2.55-2.65 (2H, m) , 
2.65-2.80 (4H, m) , 2.92 (2H, t, J = 7.5Hz), 3.01 (2H, t, J = 8.1Hz), 3. 
21 (2H, t, J = 8.1Hz), 4.12 (2H, t, J = 8.4Hz), 7.15-7.30 (5H, a), 7.67 
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#2 0 0 2-0 7 2 0 2 7 

(1H, s), 7.72 (1H, s). 

±iB7'J-&Sft(519mg) <D3L#J~frmit:l%&&±V)&i&ttM (»$Exf- 
mW0 t'«b, «fflfc£*&$S$&#&R»*(539«g) fcbTSfc. 
jxMfitt C 25 H 30 N 2 0 2 - HClilLT 
ffJMirC, 70.32; H, 7.32; N, 6.56. 
IOjMB:C, 70.04; H, 7.56; N, 6.59. 
[0 16 2] 

mmm i o 

8- [5- [ [2- (2-* b * */ 7 x -fr) 3L?M U 7 S ) ] * > * / 4 ;H -1 ,2 ,5,6 
Kn-4H-tfn D [3,2,1-ij] 3V U>-4-^"> III 
[ft 1 4 1 ] 




##MlT?#fe8-(5-^DD^^4f ;>f^)-l,2,5,6-f h7t Kn-4H-£on [3, 
2,l-ij]3V U>-4-*>(500«g) fcJ:tfN-[2-(2-* h xl^)lfil/] -N- 

^^;i/75X322mg) 9 t If SSMftfcfi^ 3 iltCfc »J , 

ft£$l(280mg) Hf^lWillTffc. 

*H MMR(7U-ftl6; 300MHz', CDCI3) 8 1.50-1.65 (2H, m) , 1.75 (2H, tt, J 
= 7.5, 7.5Hz), 2.32 (3H, s) , 2.47 (2H, t, J = 7.5Hz) , 2.50-2.60 (2H, m) , 

2.65-2.80 (4H, m) , 2.93 (2H, t, J = 7.5Hz), 3.02 (2H, t, J = 8.1Hz), 3. 
22 (2H, t, J = 8.1Hz), 3.81 (3H, s), 4.13 (2H, t, J = 8.4Hz), 6.84 (1H, 
d, J = 7.5Hz), 6.88 (1H, d, J = 7.8Hz), 7.10-7.20 (2H, m) , 7.68 (1H, s) , 

7.72 (1H, s). 

TfiSl&flf C 26 H 32 N 2°3 " HC1 * °' 5H 2° ^ bX 
ff-gfc : C, 67.01; H, 7.35; N, 6.01. 

IgiliC, 67.03; H, 7.68; N, 5.97. 

[0 16 3] 
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mmm n 

8- [5- [(2- (3-* h^J/7i^)if/H(^^)75;]^>^;^;H-l,2,5 ( 6 

-^b^t Fa-4H-hrnn [3,2,1-ij]*; y >-4-*> 

[ft 1 4 2 ] 




i T-#fc8-(5-^ nn^>^;^;bH,2,5,6-fh7t Kn-4H-tfon [3, 

2,l-ij]*7 U>-4-^>(500mg) fc«fctfN-[2-(3-;* ^*/7i3)lf*] + 
;*^;P7^>(322mg) &fflv\T, MM 9 i:H*©»^S:ff "5 £fc£<fc »J, M 
•ft-^ft (16.0mg) &^t§#l« 4: b T#fc 

X H NMR(7U-S3I; 300MHz, CDClg) 8 1.50-1.65 (2H, m) , 1.75 (2H, tt, J 
= 7.5, 7.5Hz), 2.30 (3H, s) , 2.45 (2H, t, J = 7.5Hz), 2.55-2.65 (2H, m), 
2.65-2.80 (4H, m) , 2.92 (2H, t, J = 7.2Hz), 3.01 (2H, t, J = 7.8Hz) , 3. 
21 (2H, t, J = 8.1Hz), 3.78 (3H, s) , 4.12 (2H, t, J = 8.4Hz), 6.70-6.80 
(3H, m), 7.16 (1H, t, J = 7.8Hz), 7.67 (1H, s) , 7.72 (1H, s) . 
[0 16 4] 

mmm 1 2 

8- [5- [ [2-(2-* n D 7 x -Jl) X*/l>] (* 7 3 J ] *y * J 4 M -1 ,2,5 ,6- 
fh7t FD-4H-tf D □ [3,2,1-ij] ^ 7 U >-4-^*> 
[ft 1 4 3 ] 

Me CI 

##M l -e#fc8-(5-^ d d Ky* J >f ;i/)-i,2,5,6-f - b5t Fn-4H-tfn n [3, 

2,1-i j] * y U >-4-^> (500mg) 33«fc N- [2- (2-^ nn7i-Jl/)Xf^] -N-* 
^;i/7^>(330mg) &/Sv%T, ££fl9 4lTO®^S:^f 3 Z. illCfc »J, *Htt 

13 7 ffifE# 2003-3006600 




#2 00 2-072027 
£*K310«g) ft«Jtft*ft*»*fcLTl»fe. 

*H NMR(7U-*a6; 300MHz, CDClg) 5 1.50-1.65 (2H, m) , 1.74 (2H, tt, J 
= 7.5, 7.5Hz), 2.34 (3H, s) , 2.47 (2H, t, J = 7.5Hz), 2.55-2.65 (2H, m) , 
2.71 (2H, t, J = 7.5Hz), 2.85-2.95 (4H, m) , 3.02 (2H, t, J = 7.8Hz), 3. 
22 (2H, t, J = 8.1Hz), 4.13 (2H, t, J = 8. 4Hz) , 7.05-7.35 (4H, m) , 7.68 
(1H, s), 7.72 (1H, s). 
[0165] 

mmm 1 3 

8- [5- [ [2-(3-£ O D 7i-;i/) X^;b] 7 S J ] * ^ >T /I/] -1 ,2,5,6- 

fh7t FD-4H-tfnn [3,2,l-ij]^y U>-4-*> 
[ft 1 4 4 ] 




1 T*#fc8-(5-* n CCO* J <i ;i/)-l,2,5,6-r h7 1 KP-4H-t?D P [3, 
2,1-ij]^^ U >-4-*>(500«g) $j;(FM2-(3-^nD7i-jI/)lfM-N^ 
^;i/7^>(345mg) *Jt«9i:BI*©ii#S:ff^c:i:icJ:»;, Mft 

£%(298mg) SitMM^tltffc. 

X H NMR(7U-*i£; 200MHz, CDClg) 8 1.50-1.65 (2H, m) , 1.73 (2H, tt, j 
= 7.4, 7.4Hz), 2.29 (3H, s) , 2.44 (2H, t, J = 7.4Hz), 2.50-2.80 (6H, m) , 
2.92 (2H, t, J = 7.2Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4H 
z), 4.13 (2H, t, J = 8.4Hz), 7.00-7.20 (4H, m) , 7.67 (1H, s) , 7.71 (1H, 
s). 

7Cii:SMff C 25 H 39 C1N 2 0 2 • HC1 • H 2 0i: bT 
tMMS:C, 62.63; H, 6.73; N, 5.84. 
il|:C, 62.51; H, 6.53; N, 5.70. 

[0 16 6] 
»J14 
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8-[5-[[2-(3-7fl/tn7i^)ifM UfJl/)r^] / ^^'fM-1.2,5,6 
-ff7t KD-4H-fcfDn [3,2,l-ij]3M U >-4-#> 
[ft 1 4 5 ] 




l T?#fc8-(5-* nn^^t y>f/b)-i,2,5,6-r h 5 1 Fn-4H-^n n [3, 

2,l-ij]3V y >-4-^>(500mg) JctfN- [2-(3-7;i/# 0 7 -N- 
ft£#K340mg) SrtJEMIPfi^^fcbT^fci 

! H NMR(7U~^S; 300MHz, CDClg) 5 1.50-1.65 (2H, m) , 1.74 (2H," tt, J 
= 7.5, 7.5Hz), 2.29 (3H, s) , 2.44 (2H, t, J = 7.5Hz), 2.55-2.65 (2H, n) , 
2.65-2.80 (4H, m) , 2.92 (2H, t, J = 7.5Hz), 3.01 (2H, t, J = 7.8Hz), 3. 
22 (2H, t, J = 8.1Hz), 4.12 (2H, t, J = 8.4Hz), 6.80-7.00 (3H, m) , 7.15- 
7.25 (1H, m), 7.67 (1H, s) , 7.72 (1H, s). 

TXiMftMr C 25 H 29 FN 2°2 ' HC1 " °- m 2 0t bX 
ff-3¥ffl:C, 66.14; H, 6.88; N, 6.17. 
HM:C, 66.23; H, 6.38; N, 5.74. 

[0 16 7] 
»I15 

8- [5- [X^;i/ (2-7 x -^Xf^/) 7 5 J ] * y 9 J >f M -1 ,2 ,5 ,6~r h 5 KB - 
4H-tfDD [3,2,1-ijj^y U>-4-^> S^fe 
[ft 1 4 6 ] 




#%#|i Ti#fe8-(5-^nn/<>^y>f;b)-i,2,5,6-xh9n Fo-4H-t?nn [3, 
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2,1-ij]^ U >-4-;f >(500mg) fiitfi-lf jl/+(2-7xi;Hf ^70( 
281mg) SMV%-C, ««9hlH^©^#S:ffei^^{C±y, *gft£ft(230ng) 

X H NMR(7U-SS; 300MHz, CDClg) 8 1.06 (3H, t, J = 7.2Hz), 1.56 (2H, 
tt, J = 7.5, 7.5Hz), 1.73 (2H, tt, J = 7.5, 7.5Hz), 2.50-2.80 (10H, ■) , 
2.92 (2H, t, J = 7.2Hz), 3.01 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz 
), 4.12 (2H, t, J = 8.4Hz), 7.10-7.30 (5H, m) , 7.67 (1H, s) , 7.72 (1H, s 
). 

5SJR#ffi C 26 H 32 N 2 0 2 • HCI • 0.5H 2 0£; LX 
tfUftttC, 69.39; H, 7.62; N, 6.23. 
IHi:C, 69.50; H, 7.69; N, 6.17. 
[0 16 8] 

mmm 1 6 

8-(5-[x^;i/[2-(2-^ h^$/7x-;i/)x5 1 ;i/] 7^ J]*y* J -f ;i/)-l,2,5,6- 
r N5t Fo -4H- fcf D n [3 , 2 , 1- i j] * ^ U >-4-tf y 
[ffcl4 7] 




##M l T*^»fe8-(5-^ Dn^it; >f ;i/)-i,2,5,6-T- h^t Kn-4H-trn u [3, 

2,1-i j] U>-4-^->(500mg) fcitfN-Xf^-N- [2-(2-;* h^fj/7i^)l 
^;i/]7^>(337mg) Sflf^T, **«9 fcH*©»#fc*x3r fcicj: »J, &g 
ft#«(300mg) fc»*ft#&lH0*fcLT#fc. 

! H NMR(7U-fg«; 300MHz, CDClg) 8 1.07 (3H, t, J = 7.2Hz), 1.35-1.45 
(2H, ■), 1.75 (2H, tt, J = 7.5, 7.5Hz), 2.50-2.80 (10H, m) , 2.93 (2H, t, 
J = 7.2Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz) , 3.81 (3H, 
s), 4.13 (2H, t, J = 8.4Hz), 6.84 (1H, d, J = 8.1Hz), 6.88 (1H, d, J = 
7.2Hz), 7.10-7.20 (2H, m) , 7.68 (1H, s) , 7.73 (1H, s). 

14 0 ffi|JE# 2003-3006600 



#2002-0720 27 

7c5fc£*f C 27 H 34 N 2°3 ' HGl ' h 0t LX 
ff-JMtrC, 66.31; H, 7.63; N, 5.73. 

&M:C, 66.58; H, 7.36; N, 5.49. 

[0 16 9] 

mmm 1 7 

8-(5-[>f y.^ptf^[2-(2-^ hdri/7xn;i/)x^;b]7^ J]Ky$ J <{ fr)-l,2 
,5,6-fb7t Fn-4H-t'nn [3,2,l-ij]3f7 tf 
[ftl4 8] 




##M 1 T*#fe8-(5-* nD/O^y^^H^^.e-fh^t Kn-4H-t?n n [3, 

2,l-ij]3V U>-4-^>(700mg) «ktKN->f V^D fcf/l/-N-[2-(2-;* h*S/7x 
-;i/)X^;i/]7^>(510mg) &ffl^T> «K«|9 £|H&0>!if£&f?e> 3 il{C<fc »J 

, «Bfc£«K3lO«g) &&*H^fttt»5fci:LT#fc. 

X H NMR(7y-*H; 300MHz, CDC1 3 ) S 1.00 (6H, d, J = 6.6Hz), 1.50-1.60 
(2H, m), 1.74 (2H, tt, J = 7.4, 7.4Hz), 2.51 (2H, t, J = 7.5Hz), 2.55-3. 
05 (11H, m), 3.22 (2H, t, J = 8.4Hz), 3.81 (3H, a) , 4.12 (2H, t, J = 8.4 
Hz), 6.80-6.95 (2H, m) , 7.10-7.20 (2H, m) , 7.69 (1H, s) , 7.73 (1H, s). 

[0 17 0] 
MM 18, 

8- [5- [ [2- {2-9 n u 7 x x^;b] u v 7 a tr;i/) 7 ^ ) ] *y * J A M -1 ,2 

,5,6-f h5t Kn-4H-tT on [3,2,1-ij]^ U>-4-#> 
[ft 1 4 9 ] 




1 4 1 
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##MiT*#fe8-(5-^nn^>^y>f;i/)-i,2,5,6-7 1 h9t Kn-4H-t?nn [3, 

2,l-i]]*J U>-4-^>(700mg) «fctJ t N-[2-(2-^ D 0 7iijl/')lf Jl}-H 

y^ntr;i/7^> (522mg) fcffi^r, Hi&«9 fcH*o»fffcff^ii:icj: y 

*H NMR(7'J-^a; 300MHz, CDCI3) 8 1.00 (6H, d, J = 6.6Hz), 1.50-1.60 
(2H, m), 1.73 (2H, tt, J = 7.4, 7.4Hz), 2.51 (2H, t, J = 7.5Hz), 2.55-2. 
65 (2H, m), 2.71 (2H, t, J = 7.5Hz), 2.80-3.05 (5H, m) , 3.22 (2H, t, J = 
8.4Hz), 4.13 (2H, t, J = 8.4Hz), 7.05-7.40 (4H, m) , 7.68 (1H, s) , 7.72 
(1H, s). 

[0 17 1] 
SEISM 19 

8- [6-[(2-7x-Mf^) 75 J)^\^J -1,2,5,6-r h 9 1 Ka-4H-f 

Dn[3,2,H'j]ap;ij>-4-^> mM& 

[ft 15 0] 




###J2 7 Tfff fefi-t* V-6-(4-** y-l,2,5,6-f 1 Kd-4H-bf Q D [3,2, 
l-ij]3V U >-8^^)A^^(2-7i-MfiHA;i/A^ tert-^;i/ 
(450mg) £/BVnT, MMM 1 fcR SICDllM^fcffi »J, £jBft£tt(283B 

g) &B*j&144-1461C©fc&i|gfii:bT#fc. X H NMR (200MHz, DMSO-dg) 8 1.25- 
1.45 (2H, ■), 1.55-1.80 (4H, m) , 2.59 (2H, t, J = 7.6Hz), 2.80-3.25 (12H 
, m), 3.99 (2H, t, J = 8.4Hz), 7.20-7.40 (5H, m) , 7.73 (2H, s), 8.90-9.1 
0 (2H, br). 

[0 17 2] 

mmm 20 

8-(6-[[2-(2-* b*t/7x.=-fr)X>*MT§J]'\**J'(fr)-l,2,5,B-f'b5 

t Kn-4H-trnn [3,2,i-ij]^y u>-4-^-> ggg 
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#2 0 02-072027 



[ft 1 5 1 ] 



0 H OMe 




##$12 8T*^£2-(2-* h*>>7xr./l/)x?-M6-#*V-6-(4-#*y-l,2,5, 

Kn-4H-tfnn [3,2,i-ij]3fy U>-8->f^)Adpi/;i/]*;wU>® 
tert-y^;i/ (i.5ig) £M^T, MMW 1 i:W«t©^S4f^ - £ \z «fc U , * 

»ffc£»(1.04g) ftlRAl05-107X;®*|ft»Ji4:LT*fe. J H NMR(300MHz, DMSO 
-dg) 8 1.30-1.45 (2H, m) , 1.55-1.75 (4H,.m), 2.59 (2H, t, J = 7.6Hz), 2 
.85-3.10 (10H, m), 3.17 (2H, t, J = 8.4Hz), 3.80 (3H, s) , 3.99 (2H, t, J 
= 8.4Hz), 6.91 (1H, t, J = 7.5Hz), 7.00 (1H, d, J = 8.4Hz), 7.15-7.30 ( 
2H, m), 7.73 (2H, s) , 8.75-9.00 (2H, br) . 
TCfStM C 26 H 32 N 2 0 3 • HC1 • H 2 0£ LX 
ff-M : C, 65.74; H, 7.43; N, 5.90. 

mmm c, 66.09; h, 7.01; n, 5. so. 

[0 17 3] 

mmw2 1 

8-(6-[[2-(3-* h^J/7i^)ifil/]7^ J]*\*V J <ifr)rl, 2, 5,6-7^5 

HU15 23 




#^2 9^ffe2-(3-^ h^J/7x-^/)xf^[Wy-6-(4-**y-l,2,5, 

6-fh7t KD-4H-tTnn [3,2,1-ij]*^ U>-8->f;i/)/\^^;i/]^;i//t^>i? 

tert-^;b (562mg) SffiVxT. 1 t H«*©H#&fTe> £ £K <fc »J , * 

®ft-&tl(435mg) &KjgU36-1381C©*86*&ffii:bT#fc. 
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h NMR (200MHz, DMSO-dg) 8 1.25-1.45 (2H, m) , 1.55-1.80 (4H, m) , 2.59 (2 
H, t, J = 7.6Hz), 2.85-3.25 (12H, m) , 3.75 (3H, s) , 3.99 (2H, t, J = 8.4 
Hz), 6.80-6.85 (3H, m) , 7.25 (1H, t, J = 7.8Hz), 7.73 (2H, s) , 9.00-9.20 
(2H, br). 

7C3g#ff C 26 H 32 N 2 0 3 • HC1 • H 2 0 £ b X 
fMffft:C, 65.74; H, 7.43; N, 5.90. 
MmW. : C, 65.54; H, 7.28; N, 5.80. 
[0 17 4] 

8-(6-[[2-(4-* h^i/7x-^ifM7^;] 2,5,6-^ 

\l Fn-4H-ifn □ [3,2,i-ij] *j v y-A-yty mmm. 

[ft 1 5 3 ] 




##i3 0t'#fe2-(4-^ h't*/7i-^XfM6-**y-6-(4-t*H,2,5, 
6-T-h^t Fn-4H-hf.nP [3,2,l-ij]3V >J >-8->f */M #;wr$ ym 

tert-y^;V (900mg) fttfl 1 £ fl*S©SM£«:tT3 ^ K «fc U , $ 

•fift^*(707Mg) &|»j&179-180TJ©fc&*gSfc LT#fc. 
X H NMR (300MHz, DMSO-dg) 8 1.25-1.45 (2H, ■) , 1.55-1.75 (4H, m) , 2.59 (2 
H, t, J = 7.5Hz), 2.80-3.10 (10H, m) , 3.17 (2H, t, J = 8.4Hz), 3.73 (3H, 
s), 3.98 (2H, t, J = 8.4Hz), 6.89 (2H, d, J = 7.5Hz), 7.18 (2H, d, J = 
7.5Hz), 7.73 (2H, s) , 8.90-9.10 (2H, br) . 
rtMftffi C 26 H 32 N 2 0 3 • HC1 • 0.5H 2 0£ IT 
tfJMI :C, 67.01; H, 7.35; N, 6.01. 
Ml : C, 67.53; H, 7.40; N, 6.03. 
[0 17 5] 

mum 2 3 
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8-(6- [(2-(2-?n0 7x ~Jl) x^;b] 7 ^ y ] AdpiJ- J A ,2 ,5,6-f h 9 £ 

Kn-4H-tfnn [3,2,i-U] u >-4-^-> &$& 

[ft 1 5 4 ] 




##M3 1 T*#£2-(2-? O n7i-jl/)lfil/ [6-;fr3rV-6-(4-;t* y-1,2,5,6- 

f-h^t Fn-4H-eno [3,2,i-ij]dpy y y-s-AM^trMiifrKx yM t 

ert-^;K540mg) &ffiwc, &Jgf9 1 fcTO0iSlf££f?3 CI fcJCfc *J, ^Mft 
£%(368mg) S:i{t*172-174 0 C©^MSilUT#feo 

J H NMR (200MHz, DMSO-dg) 8 1.25-1.45 (2H, m) , 1.55-1.80 (4H, m), 2.59 (2 
H, t, J = 7.6Hz), 2.85-3.25 (12H, m) , 3.99 (2H, t, J = 8.4Hz) , 7.25-7.50 

(4H, m), 7.73 (2H, s) , 9.05-9.30 (2H, br). 
7C*^#f C 25 H 2g ClN 2 0 2 • HC1 • 0.5H 2 0fc hX 
ff-JMtrC, 63.83; H, 6.64; N, 5.95. 
HJM:C, 63.68; H, 6.57; N, 5.80. 
[0 17 6] 

8-(6-[[2-(3-7Mn7x-^)XfM75 J] J -f ;i/)-l ,2,5,6-t" h v 

t Fa-4H-^PD [3,2,1-ij] y>-4-#>. 
[ftl5 5] 




##M3 2 T#fc2-(3-7;W0 7i-jI/)lf;i/ [6-^^y-6-(4-3f-dry-l,2,5, 
6-fh7t Kn-4H-tfOD [3,2,1-ij] ij >-8->f;i/) A >^ 
tert-^;i/(613mg) &/B^T, MU^«&fi^i:}Ci»J, * 
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»fb#«(493«*) &M&m-mx;6m&t$&ii vxmtz. 

h NMR (200MHz, DMSO-dg) 5 1.25-1.45 (2H, m) , 1.55-1.80 (4H, a), 2.59 (2 
H, t, J = 7.6Hz), 2.85-3.25 (12H, m), 3.99 (2H, t, J = 8.4Hz) , 7.00-7.20 
(3H, m), 7.30-7.45 (1H, n) , 7.73 (2H, s) , 9.00-9.20 (2H, br) . 
[0 17 7] 

mmmz 5 

8-(6-[[2-(2-* ^i/7i-^)-WfMfM75;]^tM;V)-l,2,5 ) 

6-fh7t Fn-4H-trnn [3,2,1-ij] * y vy-A-*y fg&& 

[ft 1 5 6 ] 

O H OMe 

##M3 3T*#fe2-(2-^ h^^7x^;i/)-l-^^;bX5 1 ;i/[6-^^y-6-(4-^dr 

y-i,2,5,6-r N9t Kn-4H-trnn [3,2,1-ij]*; vy-s-JM^i/Mlift 

rt$ym tert-^;K467mg) fcE^T, HSfsM 1 t. MMO&ftZfi 

«fcu> Mft#«(s48Bg) mn^mnmtLxmr^ 

h NMR(300MHz, DMSO-dg) 81.10 (3H, d, J = 6.3Hz), 1.25-1.50 (2H, m) , 1. 
55-1.80 (4H, m), 2.59 (2H, t, J = 7.5Hz), 2.60-2.80 (1H, m) , 2.80-3.40 ( 
10H, m), 3.80 (3H, s) , 3.99 (2H, t, J = 8.4Hz), 6.91 (1H, t, J = 7.2Hz), 
7.00 (1H, d, J = 8.4Hz), 7.18 (1H, d, J = 7.2Hz), 7.26 (1H, t, J = 8.4H 
z), 7.74 (2H, s), 9.00-9.20 (2H, br). 
7tt^lf C 27 H 34 N 2 0 3 • HCI • 0.5H 2 0il IX 
ff-JMt:C, 67.55; H, 7.56; N, 5.84. 
HJM:C, 67.40; H, 7.55; N, 5.63. 

[0 17 8] 
MM 2 6 

8-[6-UfiH2-7i-;bxf;i/)7^;]A='rt^M-i,2,5 1 6-fb7i; Fa- 
4H-tfnn [3,2,i-ij]^y U y-i-*y 
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Hfcl 5 7] 




#%M2 1*mfr8-(6-7n : £'\*cV J >f ;i/)-l,2,5,6-^ h^tl Kn-4H-hfn n [3, 
2,1-ij]^ U>-4-^->(650mg) £ £#N-*^;i/-N-(2-7x:i;i,i?-;i/)7$>( 
0.297ml) fcffi^T, «M 9 h|II8l<Z)»&f}e> Z. £\Z <fc »J , SM£%(326ra 
g) £itj&83-85TC<2MM?ll£LT#fc 0 

*H NMR(7U-JSS; 300MHz, CDCI3) S 1.35-1.50 (2H, m) , 1.56 (2H, tt, J 
= 7.5, 7.5Hz), 1.75 (2H, tt, J = 7.5, 7.5Hz), 2.32 (3H, s) , 2.44 (2H, t, 
J = 7.5Hz), 2.55-2.65 (2H, m) , 2.71 (2H, t, J = 7.5Hz), 2.75-2.85 (2H, 
m), 2.91 (2H, t, J = 7.2Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8 
.4Hz), 4.12 (2H, t, J = 8.4Hz), 7.15-7.35 (5H, m), 7.67 (1H, s), 7.71 (1 
H, s). 

7n3lt##f C 26 H 32 N 2 0 2 • HC1 • 0.5H 2 0£: LX 

fur-fa : c, 69.39; h, 7.62; n, 6.23. 

H^#:C, 69.08; H, 7.41; N, 6.09. 
[0 17 9] 

mm 27 

8-[6-[[2-(2-* h^ri'7i-;i/)if;HU^)75 J ] J 4 M-1,2,S,6 

-xb^ti Kd-4H-^du [3,2,i-ij]^y vy-4-*y m&M. 

Utl 5 8] 




2 T* # tc 8- ( 6- 7 U ^ /\ * -9" J )l ) -1 , 2 , 5 , 6-f h =y h K n -4H- tf U D [3 , 
2,1-ijW U >-4-^>(500mg) £ J:tfN- [2-(2-* h^fi/7x_;b)Xf M + 
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* 



*^7$>(282«g) fcffl^T, JgjgM 9 t MM® mtZfiv d t \Z «fc »J % 

X H NMR(7';-aS; 300MHz, CDCI3) S 1.35-1.45 (2H, m), 1.50-1.60 (2H, a 
), 1.75 (2H, tt, J = 7.5, 7.5Hz), 2.32 (3H, s) , 2.43 (2H, t, J = 7.5Hz), 
2.50-2.60 (2H, m), 2.71 (2H, t, J = 7.5Hz), 2.75-2.85 (2H, m) , 2.91 (2H 
, t, J = 7.2Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz), 3.82 
(3H, s), 4.13 (2H, t, J = 8.4Hz), 6.80-6.85 (2H, m) , 7.10-7.20 (2H, m) , 
7.67 (1H, s), 7.72 (1H, s). 
[0180]' 

8-[6-[[2-(3-* ^i/7i-;i/)lfM (>f^)7$;]^f;'fM-l,2,5,6 

-fh^fc Kn-4H-t?nn [3,2,1-ij]^^ U >-4-# > MB& 
[-ft 1 5 9 3 



##12 f#fe8-(6-yn t; >f ^)-i,2,5,6-f h 7t Kn -4H- tfnn [3, 

2,l-ij]*^y>-4-*>(500«g) fc«fctfN-[2-(3-* hdr$/7x^;i/)x^;i/]-N- 

^^;i/7^>(282m g ) ^mvnt, iyg#|9 &ntt®gfc£l:fT z> z. fctci y, 

{fc^(528mg) £fiiai6-118r LT#fe 0 

! H NMR(-7'J.-mS; 300MHz, CDClg) 8 1.30-1.45 (2H, m) , 1.50-1.60 (2H, m 
), 1.74 (2H, tt, J. = 7.5, 7.5Hz), 2.30 (3H, s) , 2.42 (2H, t, J = 7.5Hz), 
2.55-2.80 (6H, m) , 2.91 (2H, t, J = 7.2Hz), 3.01 (2H, t, J = 7.8Hz), 3. 
21 (2H, t, J = 8.4Hz), 3.78 (3H, s), 4.11 (2H, t, J = 8.4Hz), 6.70-6.85 
(3H, m), 7.18 (1H, dt, J = 7.5, 0.9Hz), 7.67 (1H, s) , 7.71 (1H, s). 
TC^^ff C 27 H 34 N 2 0 3 • HC1 • H 2 0£ bX 
tf»ffl:C, 66.31; H, 7.63; N, 5.73. 
HM:C, 66.27; H, 7.49; N, 5.55. 



o 



Me 
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[0 18 1] 

Jt*4f2 9 

8-[6-[[2-(Hnn7i-Jb)ifM (*^;i/)7S ^f/b]-l,2,5,6- 
xbvti Fn-4H-tTDn [3,2,l-ij]*>? U >-4-tf> g$& 
[fill 6 0] 



2 T*#fe8-(6-^n =e ^ -y- ; a ;i/)-i ,2 ,5 ,6-r h 9 1 F n -4H-t? a a [3 , 

2,1-ij] U >-4-^->(500mg) £ JctfN- [2- (2-? nn7i^)lfA]-M 
^;i/7$X288mg) £MV>T> &ttffT9 fcRH»CDj*f^S:ff iifcfC <fc »J, Mft 
«(330mg) &«*&#&fK»*fcLT*fc. 

*H NMR(7y-&g; 200MHz, CDClg) 8 1.35-1.65 (4H, n) , 1.75 (2H, quinte 
t, J = 7.4Hz), 2.33 (3H, s) , 2.44 (2H, t, J = 7.5Hz), 2.55^2.65 (2H, m) , 
2.71 (2H, t, J = 7.5Hz), 2.85-2.95 (4H, m) , 3.02 (2H, t, J = 7.8Hz), 3. 
22 (2H, t, J = 8.4Hz), 4.13 (2H; t, J = 8.4Hz), 7.05-7.40 (4H, m) , 7.67 
(1H, s), 7.72 (1H, s). 
7CfR&#? C 26 H 31 C1N 2 0 2 • HC1 • 0.5H 2 Oil LT 
ff-JHI : C, 64.46; H, 6.87; N, 5.78. 
Httfg:C, 64.75; H, 6.70; N, 5.65. 
[0 18 2] 

mmms o 

8- [6- [ [2- (3-4> OD7i X^;b] T $ / ] A *V J A M -1 ,2 ,5 ,6- 

f^7t Fn-4H-trno [3,2,i-ij]^y u y-±-*v £$& 



o 



Me 



CI 
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[flS 1 6 1 ] 




CI 



##«2T'#fe8-(6-^n ; E'\dr-9-y>f;i/)-l,2,5,6-^h^t Kn-4H-fc?D B [3, 
2,1-i j] * J U >-4-tf> (SQpng) £ «k tFN- [2- (8-jr B n 7x~;i/) x^;b] -N-* 
^;i/7$>(288mg) HI£M9 fcHfltoftflsfefT^ Z. V , Mft 

J H NMR(7U-SS; 200MHz, CDClg) 8 1.35-1.60 (4H, m) , 1.74 (2H, tt, J 
= 7.4, 7.4Hz), 2.29 (3H, s) , 2.40 (2H, t, J = 7.5Hz), 2.50-2.80 (6H, m) , 
2.91 (2H, t, J = 7.5Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4H 
z), 4.13 (2H, t, J = 8.4Hz), 7.00-7.40 (4H, m), 7.67 (1H,. s), 7.71 (1H, 
s). 

[0 18 3] 



8- [6- [ [2-(3-7 A/* U 7x-*) (*m)T$J] J 4 M -1,2,5,6 

-fb7t KB-4H-tfBB [3,2,1-ij] *J U y-k-iCV 
[ft 1 6 2 J 



##M2T'#fe8-(6-yn ; E'\^-9-y-f;i/)-l,2,5,6-^h5b: KB-4H-tf □ B [3, 
2,1-i j] ^ J i; >-4-^>(500mg) £ <fct>*N- [2-(3-7^tD7i-^)lf M -N- 

^^;i/7^X24im g ) &Mv>T, ldt#!fii:H«loSlff*fJ^ii:»cJ:y, *S 

X H NMR(7U-SS; 300MHz, CDClg) 8 1.35-1.65 (4H, m) , 1.74 (2H, quinte 
t, J = 7.4Hz), 2.29 (3H, s) , 2.41 (2H, t, J = 7.5Hz), 2.55-2.65 (2H, m) , 



»J3 1 



o 



Me 
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2.65-2.80 (4H, m) , 2.91 (2H, t, J = 7.5Hz), 3.02 (2H, t, J = 7.8Hz), 3. 
22 (2H, t, J= 8.4Hz), 4.12 (2H, t, J = 8.4Hz), 6.80-7.00 (3H, m) , 7.20- 
7.30 (1H, m), 7.67 (1H, s) , 7.72 (1H, s) . 
[0 18 4] 

mmms 2 

8- [6- [x^;b (2-y x 7 ^ j ] /\3f -9- ;^;v]-i,2,5,6-fh7tKn- 
4H-ifnn [3,2,i-ij]^y v y-$-*y mm. ' 

[ftl6 3] 

O Et 

##M2T*#fe8-(6-ya^/\^-9-y-f;i/)-l,2,5,6-7 L l>9t FD-4H-tfDD [3, 
2,1-ij] U >-4-^>(500mg) S iffl-if ;H-(2-7i-;vxf ;i/)7$ X 
234mg) SrM^T, %%m 9 £ O ^ £ CJ: »J, (140«g) 

! H MIR(7U-SI6; 300MHz, CDClg) 8 1.05 (3H, t, J = 7.2Hz), 1.30-1.65 

(4H, ■), 1.75' (2H, tt, J = 7.5, 7.5Hz), 2.51 (2H, t, J = 7.5Hz), 2.61 (2 

H, q, J = 7.2Hz), 2.65-2.80 (6H, m) , 2.91 (2H, t, J = 7.2Hz), 3.02 (2H, 

t, J = 7.8Hz), 3.23 (2H, t, J = 8.4Hz), 4.12 (2H, t, J = 8.4Hz), 7.15-7. 
30 (5H, ■), 7.67 (1H, s) , 7.72 (1H, s). 
[0 18 5] 

mmm 3 3 

8-(6-[x$^I/ [2-(2-* h*i/-7*-)V)^M 7$. J] -f /I/) -1,2, 5, 6- 

f h5t Ka-4H-trnn [3, 2,1-ij] *j vy-A-*y mMM 
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#2 0 0 2-0 7 2 0 2 7 



[ft 1 6 4 ] 




2 T'#fc8-(6-7 n^EAdf -f ;b)-l,2,5,6-T" h 9 1: Kn-4H-tf P D [3, 
2,1-ij]*; U>-4-^->(500mg) £ <fctfN-X^;i/-N-[2-(2-* h^ri/7x-;i/)l 

^;i/]7^>(28im g ) *%^x, mmmQtmm(Dmftt:tf?z.tK£v, mm 

h NMR(7U-SS; 200MHz, CDClg) S 1.07 (3H, t, J = 7.2Hz), 1.30-1.65 
(4H, m), 1.76 (2H, tt, J = 7.4, 7.4Hz), 2.40-2.80 (10H, m) , 2.91 (2H, t, 
J = 7.4Hz), 3.02 (2H, t, J = 7.8Hz), 3.22 (2H, t, J = 8.4Hz), 3.81 (3H, 
s), 4.13 (2H, t, J = 8.4Hz), 6.80-6.95 (2H, m) , 7.10-7.20 (2H, m) , 7.67. 
(1H, s), 7.72 (1H, s).' 
[0 18 6] 

mmm 3 4 

8-(6- [-f V7D fcT/I/ [2-(2-^ h * V 7x^)1/) 7 5 J ] J -f ;i/)-l ,2 

,5,6--rh5t: Kn-4H-bfan [3,2,1-uj * 7 u>-4-^-> 

[ft 1 6 5 ] 




##M 2 T'#£8-(6-:/0 ^^-fry >f;b) -1,2,5 ,6-r h^fc Fn-4H-tTD U [3, 
2,1-ij]^^ U>-4-^>(700mg) £ JrtflM'V^n £;i/-N- [2-(2-* h^r$/7x 
n;i/)x^;p]7^>(425mg) StMvnT, li«9 £mm<DmftZfT0Z.£K& »J 
> «0ft^#(4OOmg) »ft^N B H »*J:LT#*:. 

h NMR(7U-ilS; 300MHz, CDClg) 8 1.00 (6H, d, J = 6.6Hz), 1.30-1.60 
(4H, m), 1.75 (2H, tt, J = 7.4, 7.4Hz), 2.47 (2H,. t, J =. 7.5Hz), 2.55-2. 
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75 (6H, m), 2.85-3.05 (5H, m) , 3.21 (2H, t, J = 8.4Hz), 3.81 (3H, s) , 4. 
12 (2H, t,J = 8.4Hz), 6.80-6.90 (2H, m) , 7.10-7.20 (2H, m) , 7.67 (1H, s 
), 7.72 (1H, s). 
[0 18 7] 

8- [6- [ [2-(2-£ DD7i -)]/) X^;i/] (>f V -?U 7';] /\^pf - J 4 ;u] -1,2 
•,5,6-f-h9t Fn-4H-bfnn [3,2,1-ij] ^ ^ U >-4-# > 
Cfb 1 6 6] 




#fl2t*#fe8-(6-yn ; EA^;>f;i/)-l,2 ) 5,6-Tb7t KD-4H-tfnn [3, 
2,l-ij]3V U >-4-#>(700mg) J:lKN-[2-(2-* P n 7i-A)lf^]-H->f 
V7ntf;i/7^>(434mg) fc/gHT, £J6#f9 i: mflt®|Rf|3fcft3 Z. UK J: u, 

*H NMR(7y-ft36; 300MHz, GDClg) 8 1.00 (6H, d, J = 6.6Hz), 1.30-1.55 
(4H, m), 1.73 (2H, tt, J = 7.4, 7.4Hz), 2.46 (2H, t, J = 7.5Hz), 2.55-2. 
65 (2H, m), 2.71 (2H, t, J = 7.8Hz), 2.75-3.05 (7H, m) , 3.21 (2H, t, J = 
8.4Hz), 4.12 (2H, t, J = 8.4Hz), 7.05-7.35 (4H, m) , 7.67 (1H, s) , 7.72 
(1H, s). 

[0 18 8] 

mmm 3 6 

8-[5-[(3-7xn;i/^Dt°;i/)7^ ;]^>^;^M-l,2,5,6-f b7t Fn-4H- 

tfnn [3,2,i-ij]dr7'j y-A-#y f£g?& 

[ft 1 6 7 ] 



o 
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###93 4^#fc5-;fr*y-5-(4-#*V-l,2,5,6-xb9fc Kn-4H-tfnn [3,2, 
'J>-8-fM^>fjK3-7x^;^nW)iJil/A^| 

;K660mg) ?:mvat, niKfiii tm®<DWtft*fi$ztK£v. mm<t$wm 

mg) 5rl(^116-118-C©*^ B %i:bT#fc 0 

X H NMR(200MHz, DMSO-dg) 5 1.50-1.80 (4H, m) , 1.94 (2H, tt, J = 7.5, 7.5 
Hz), 2.50-2.70 (4H, m) , 2.75-3.05 (8H, m) , 3.17 (2H, t, J = 8.4Hz), 3.99 
• (2H, t, J = 8.4Hz), 7.15-7.35 (5H, m) , 7.73 (2H, s) , 8.80-9.10 (2H, br) 

• 

Tc^^tf c 25 h 30 n 2 o 2 • HC1 • H 2 Oi: bT 
ffM:C, 67.48; H, 7.47; N, 6.30 
HMII:C, 67.45; H, 7.71; N, 6.26. 
[0 18 9] 

mmm3 7 

8- [6- [ (3- "7 x If D tf )V) J % J ] /\3f If ) <i M -1 ,2 , 5 ,6-7=- h ^ t K U -4H- 

tfnn [3,2,i-ij]^V v>-i-*y &gg& 

[ftl6 8] 




##M3 5T*#fc6-^dpy-6-(4-^-^y-i,2,5,6-7 1 h9b Fn-4H-trnn [3,2, 

l-i\]*J U>-8->f;b)^^^;i/(3-7x-;b^Plf;i/)*;i/A^>^ tert-7"^ 
;K906mg) Sr^T-, «M 1 tmUomftZ fio ZtK J: »J, ^M^fe(350 
rag) Zm&lM-lM°C(DM&%iM s tLTmfro 

h NIffi (300MHz, DMSO-dg) 8 1.30-1.45 (2H, m) , 1.50-1.75 (4H, m), 1.94 (2 
H, tt, J = 7.5, 7.5Hz), 2.59 (2H, t, J = 7.8Hz), 2.65 (2H, t, J = 7.8Hz) 
, 2.75-3.00 (8H, m) , 3.17 (2H, t, J = 8.4Hz), 3.98 (2H, t, J = 8.4Hz), 7 
.15-7.35 (5H, m), 7.72 (2H, s) , 8.80-9.10 (2H, br) . 
[0 19 0] 
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gjftft 3 8 

8-(5-[[2-(2-* h^i/7x-;i/)xf-;i/]r^/]/0^^-f;i/)-5, Ka-4 
H-trnn [3 f 2,i-ij]*; u>-2(ih)-^-> 

[ft 1 6 9 ] • 



##093 6T?#£2-(2-* h^$/7x~;i/)x^^[5-^dpV-5-(2-^^V-l,2,5, 

Kn-4H-tran [3,2,1-ij]^^ U>-8-> f*)W]WA?>| 

535mg) &»j&169-1701C©8&|ifi*gg LT#fe 0 

! H NMR(400MHz, DMS0-d g ) S 1.61-1.73 (4H, a), 1.88-1.97 (2H, m) , 2.76 (2 
H, t, J = 6Hz), 2.93-3.00 (8H, m) , 3.57 (2H, s) , 3.60 (2H, t, J = 6Hz) , 
3.79 (3H, s), 6.89 (1H, t, J = 7.5Hz) 6.98 (1H, d, J = 7.5Hz), 7.17 (1H, 
d, J = 7.4Hz), 7.24 (1H, t, J = 7.4Hz), 7.71 (1H, s) , 7.75 (1H, s) , 9.1 
2 (2H, br s). 

IR (KBr) vcm -1 : 3418, 2951, 2771, 1708, 1670, 1604, 1498, 1343, 1251, 1 
150. 

TcMftffi C 2 5 H 30 N 2°3 • HC1 £ LX 
ff-gflt : C, 67.78; H, 7.05; N, 6.32. 
iM:C, 67.45; H, 7.01; N, 6.27. 

[0 19 1] 
Hit $13 9 

8- (5- [ [2- (2-^Dn7i^;i/)xf;i/]7^;]^>^;^;i/)-5 ,6-P n K n -4H- 
Vuu [3,2,1-ij]^ yy-2(lti)-*y 




o 
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[ftl 7 0] 




#%M3 7 T*ftfe2-(2-* D 0 7i-A)lf^ [5-** V-5-(2-#3f V-l, 2,5,6- 

f 1^7t KD-4H-trnn [3,2,i-i j] dp^ u y-8-4 )i)Ky^M #;wU ym t 
ert-^;i/&fliVNT> USSMi tiz^v. 3lIIft-£t>(585 

mg) S:Ml79-180lC©«^^i:LT#fc o 

X H NMR (400MHz, DMS0-d fi ) 5 1.66-1.72 (4H, m) , 1.88-1.94 (2H, m) , 2.76 (2 
H, t, J = 6Hz), 2.96-3.01 (4H, m), 3.11-3.15 (4H, m) , 3.57 (2H, s) , 3.60 

(2H, t, J = 6Hz), 7.27-7.34 (2H, m) , 7.38-7.41 (1H, m) , 7.44-7.46 (1H, 
m), 7.71 (1H, s), 7.75 (1H, s) , 9.25 (2H, br s). 

IR (KBr)vcnf 1 : 3424, 2952, 2772, 1709, 1666, 1602, 1499, 1341, 1149. 
7Clg#tf C 24 H 27 C1N 2 0 2 • HC1 1 hX 
tflMI:C, 64.43; H, 6.31; N, 6.26. 
H$MI:C, 64.08; H, 6.36; N, 5.96. 

[0 19 2] 
HHM4 0 

8-[5-U5 L ;K2-7i^xf;i/)7$;]^ar;^M-5,6-ytKa -4H- tf n 

n [3,2,i-ij]^y u>-2(ih)-^-> mm 

[ftl7 1] 



##03 3 T°% £8- (5- >7 U U *y # J -i ;v) -5 , 6- i? tl K n -4H- k? O n [3 , 2 , 1-i j] 
U >-2(lH)-^->feJ:?>•N-^^;^-N-(2-7xr.;l/x^;l/)T5>$:Mv^T, H 
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hm{yV-1&&; 400MHz, CDC1 3 ) 8 1.53-1.61 (2H, m), 1.71-1.78 (2H, 
m), 2.00-2.06 (2H, m) , 2.30 (3H, s), 2.45 (2H, t, J - 7.4Hz), 2.58-2 
.62 (2H, ■), 2.75-2.83 (4H, ■) , 2.93 (2H, t, J = 7.4Hz), 3.54 (2H, s 
), 3.74 (2H, t, J = 6Hz), 7.16-7.29 (5H, m) , 7.73 (2H, s) . 
IR (7DHKS; KBr)vcm -1 : 1718, 1673, 1604, 1496, 1343, 1151. 
[0 19 3] 

l 

8-(5-[[2-(2-* hipS/7i^)l^]75;]^*;>f*)-5,6-*;t KD-4H 

-tfnn [3,2,i-ij]dpy u>-2(iH)-*> 

[ftl7 2] 




3 t? $ its- (5- ? n n ^ y # J >f .n/) -5 , 6- v t K n -4H- tf n o [3 , 2 , l- i j] 

*J U>-2(lH)-*>(292«g) £<fct>*N-[2-(2-* h3f */7xX/l/)X^;i/]-N-;*^ 
;i/T^>(363mg) &MV*T, £%#f9 tmMnmfcZftS ^ttci y, 

#(130mg) UT#fc. ■ 

! H NMR(7U~JSil; 400MHz, CDClg) 8 1.55-1.63 (2H, m) , 1.72-1.79 (2H, m 
), 2.00-2.06 (2H, m), 2.32 (3H, s) , 2.47 (2H, t, J = 7.5Hz), 2.56-2.60 ( 
2H, m), 2.77-2.83 (4H, m) , 2.94 (2H, t, J = 7.5Hz), 3.54 (2H, s), 3.74 ( 
2H, t, J ■ 6Hz), 3.81 (3H, s), 6.83-6.89 (2H, m) , 7.12-7.19 (2H, m) , 7.7 
4 (2H, s). 

IR (7D-i&2; KBr) vera -1 : 1716, 1672, 1603, 1495, 1343, 1243, 1152. 
[0 19 4] 
2 

8- [5- [ [2- (2-0 0 n 7i-Jb) ttM (* 7 ^ J ] 9 ) 4 )]/] -5,6-i? H 
Kd-4H-bfnn [3,2,1-ij] *y U >-2(lH)-*> 
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[flS 1 7 3 ] 




0 



r 

Me 



CI 



0 



##M3 T-#fe8-(5-^ nn^>^;>f;b)-5,6-i;t Fn-4H-tf nn [3,2,i-i j] 

3f 7 y y -2 (1H) -;fr > J: N- [2- (2- ? □ 0 7 x ±)V ) x ^ M -N- j* f- JV 7 ^ > £ 

*H NMR(7U-ft3£; 400MHz, CDClg) 8 1.56-1.64 (2H, ■), 1.71-1.79 (2H, m 
), 2.00-2.07 (2H, m), 2.36 (3H, s) , 2.50 (2H, t, J = 7.5Hz), 2.61-2.67 ( 
2H, ■), 2.82 (2H, t, J = 6Hz) , 2.90-2.95 (4H, m) , 3.55 (2H, s) , 3.74 (2H 
, t, J = 6Hz), 7.11-7.25 (3H, m) , 7.32 (1H, dd, J = 5.5, 2Hz) 7.74 (2H, 
s). 

18 (7'J-I1; KBr) vcm" 1 : 1716, 1672, 1604, 1496, 1343, 1151. 
[0 19 5] 



8-[5-[[2-(3-7Mn7x-^)xf^] Uf^)75;]^^'fM-5,6-j; 

t KD-4H-trnn [3,2,i-ij]^y y>-2(iH)-^-> mmm. 

Cftl 7 4] 



##M3T*#fc8-(5-^nn^>^^-f;i/)-5,6-i?H Fn-4H-H 0 nD [3,2,1-ij] 
U >-2(lH)-^>fej;t>*N-[2-(3-7;i/^D7xr:;i/)x5 1 ;b]-N-^f-;i/75> 

! H Nffi(7U-iS3£; 400MHz, CDClg) 8 1.52-1.60 (2H, m), 1.72-1.78 (2H, m 
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), 2.00-2.08 (2H, m), 2.29 (3H, a), 2.44 (2H, t, J = 7.5Hz), 2.58-2.62 ( 
2H, m), 2.74-2.78 (2H, m) , 2.82 (2H, t, J = 6Hz) , 2.93 (2H, t, J = 7Hz) , 
3.55 (2H, s), 3.74 (2H, t, J = 6Hz) , 6.85-6.93 (2H, m) , 6.96 (1H, d, J 
= 7.5Hz), 7.20-7.25 (1H, m) , 7.73 (2H, s). 

IR KBr) vcm -1 : 1717, 1673, 1604, 1496, 1343, 1151.' 

[0 19 6] 

mmm^4 ■ 

8- [5- [X^;b (2-7ilMf;i/) 7 ^ J ) 9 J A M -5 ,6-P t K D-4H-tf □ 
n [3,2,1-ij] ^r^ U>-2(lH)-^-> 
[fill 7 5] 




3t'#t8-(5-^nn^>^;^;b)-5,6-yt Kn-M-hTan [3,2,1-ij] 
3V U>-2(lH)-^->fej:t> , N-x^;i/-N-(2-7xn;i/X5 1 ;i/)T$>$:MVNT, H 
i«9t»i#^ItiCJ:U, *HflS£ft(45«g) ^ffi^IW* 

2 H NMR(7U-**; 400MHz, CDClg) S 1.05 (3H, t, J = 7Hz) , 1.54-1.59 (2 
H, m), 1.70-1.78 (2H, m), 2.00-2.06 (2H, m) , 2.54 (2H, t, J = 7Hz), 2.61 
(2H, q, J = 7Hz), 2.68-2.75 (4H, n) , 2.82 (2H, t, J = 6Hz) , 2.92 (2H, t 
, J = 6Hz), 3.54 (2H, s), 3.74 (2H, t, J = 6Hz), 7.16-7.19 (3H, m) 7.25- 
7.30 (2H, m), 7.73 (2H, s). 

IR KBr) vcm" 1 : 1718, 1671, 1603, 1496, 1342, 1150. 

[0 19 7] 
«M4 5 

8-(5-[x^;i/[2-(2-^ * 7x xfJI/] 75 ;]*>*,/ 4 /l/)-5,6-$;fc 

Kn-4H-£nn [3,2,1-ij] * j y >-2(ih)-#> mm^. 
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^2 0 0 2-0 7 2 0 2 7 




Et OMe 



0 



HQ 



3 -ef#£8-(5-? □ D^># J <4 ;i/)-5,6-^ t Fa-4H-tf U U [3,2,1-i j] 

3py u >-2(iH>-^->fe«fcrjfN-x^;i/-N-[2-(2-^ h^i/7i-;b)if;i/]r<> 

X H MMR(7U-f^S; 400MHz, CDClg) 8 1.07 (3H, t, J = 7Hz) , 1.57-1.62 (2 
H, m), 1.71-1.79 (2H, m) , 1.99-2.06 (2H, m) , 2.57 (2H, t, J = 7Hz), 2.62 

(2H, q, J = 7Hz), 2.66-2.70 (2H, m), 2.73-2.78 (2H, m) , 2.82 (2H, t, J 
= 6Hz), 2.93 (2H, t, J = 6Hz) , 3.54 (2H, s) , 3.74 (2H, t, J = 6Hz), 3.81 

(3H, s), 6.83-6.89 (3H, m) , 7.11-7.19 (2H, m) , 7.74 (2H, s). 
IR (7U-:&g; KBr) vcm" 1 : 1717, 1672, 1602, 1494, 1342, 1243, 1150. 
[0 19 8] 
. 6 

8-[6-[(2-7x^ji/if;i/)75 J]^*VJ -f;i/]-5,6-s;t: Kn-4H-ifnn [3,2, 

i-ij]^yu>-2(iH)-^-> m.mm. 

Utl 7 7] 



^«4t#fe8-(6-^n ; EA3rtM;V)-5,6-i;t Fn-4H-tf □ n [3,2,1-i j] 
3r/y>-2(lH)-#>(350mg) fe«fct>*2-7x-;bx^;b7^ >(364mg) 

h NMR(7U-fiS: 400MHz, CDCI3) 8 1.35-1.42 (2H, m) , 1.49-1.56 (2H, m 



0 



H 
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), 1.60 (1H, br s), 1.69-1.77 (2H, m) , 2.00-2.06 (2H, m) , 2.63 (2H, t, J 
= 7.4Hz), 2.75-2.97 (8H, m) , 3.54 (2H, s) , 3.74 (2H, t, J = 6Hz) , 7.18- 
7.31 (5H, m), 7.72 (2H, s) . 

IR KBr) vcnf 1 : 1716, 1672, 1604, 1496, 1343, 1150. 

[0 19 9] 
II«4 7 

8- (6- [ [2- (2-* h 3f >> 7 x - A ) Xf- M 7 \ ) ] <\ * * J J » ) -5 , 6- P t F n -4H 

-tfnn [3,2,i-ij] y y-2(m-7ty MBM. 

Utl 7.8] 




##M4T*#fe8-(6-^n ; fsdr-9-7-f;i/)-5,6-^t: Kn-4H-bfnn [3,2,1-ij] 
dpy y >-2(lH)-;t>£J:tf2-(2-* h*£/:7xx;b)x?-;i,7S >.£^T, H 

m 9 1 mmomftzfit zt\z&v, 3§M£^U90m g ) * i &n&#&WBm 

h NMR(7'J-fg^; 400MHz, CDClg) 8 1.36-1.43 (2H, m) , 1.49-1.57 (3H, m 
), 1.70-1.77 (2H, m), 2.00-2.06 (2H, m) , 2.64 (2H, t, J = 7.4Hz), 2.80-2 
.83 (6H, m), 2.90 (2H, t, J = 7.4Hz), 3.54 (2H, s) , 3.73 (2H, t, J = 6Hz 
), 3.81 (3H, s), 6.86 (1H, t, J = 8.3Hz), 6.89 (1H, d, J = 7.3Hz), 7.13- 
7.21 (2H, m), 7.72 (2H, s) . 

IR (7 U — i&H; KBr) vcnf 1 : 1715, 1672, 1603, 1495, 1343, 1242, 1150. 
[0 2 0 0] 

8-(6-[[2-(2-^ n D7i-;b)ifiH7^ J) ^*VJ ;b)-5,6-i;t Fn-4H- 
tJnn [3,2,i-ij]^y u >-2(ih)-^-> &a& 
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[ft 1 7 9 ] 

0 ' H CI 

##M4T?#fc8-(6-^D ; £/\^-b-y j )]/)-5,6-VK Kn-4H-fcfna [3,2,1-ij] 
*J U>-2(lH)-^>fej;•t) { 2-(2-^'a^7x- > ^/)x5 L ;l/7^>$:MV^T, gj| 

X H NMB(7y-*l6; 400MHz, CDClg) 8 1.37-1.45 (2H, ■), 1.51-1.58 (2H, m 
), 1.56 (1H, br s), 1.71-1.78 (2H, m) , 2.00-2.07 (2H, a) , 2.66 (2H, t, J 
= 7.5Hz), 2.82 (2H, t, J = 6Hz) , 2.85-2.98 (6H, m) , 3.55 (2H, s) , 3.74 
(2H, t, J = 6Hz), 7.13-7.25 (3H, n>) , 7.34 (1H, dd, J = 7, 2Hz), 7.73 (2H 
, s). 

IR (7>j-J&g; KBr) vcnf 1 : 1715, 1671, 1604, 1496, 1343, 1150. 
[0 2 0 1] 

mmm 4 9 

8-[6-[(2-7x;i;i/x^;i/)7* ;]<\*VJ4M-$,$-VK Kn-4H-tfnn [3,2, 

i-ij]*7 v >-2(ih)-^-> m.mm. 

Ut 1 8 0 ] 

0 Me 

##M4T*#fe8-(6-:/0^:^y ^;b)-5,6-^fc: Kn-4H-tfDD [3,2,1-ij] 
*J U^-2(lH)-^>fcJ;0N-^5 1 ;i/-N-(2-7xx;i/x^;i/)r5>S:MV\T, H 

h NME(7y-^S; 400MHz, CDClg) 8 1.36-1.42 (2H, m) , 1.50-1.58 (2H, m 





1 6 2 



ffi§E# 2003-3006600 



#2 00 2-072027 

), 1.71-1.78 (2H, m), 2.00-2.06 (2H, m) , 2.30 (3H, s) , 2.41 (2H, t, J = 
7Hz), 2.58-2.62 (2H, m) , 2.75-2.83 (4H, m) , 2.91 (2H, t, J = 7Hz) , 3.54 
(2H, s), 3.73 (2H, t, J = 6Hz) , 7.16-7.29 (5H, m) , 7.73 (2H, s) . 
IR KBr) van -1 : 1718, 1673, 1604, 1496, 1343, 1151. 

[0 2 0 2] 

mmm 5 0 

8-(6-[[2-(2-* t>^>>7i^)if;i/]7? y]^\^-y-7>r;i/)-5,6-^t Fn-4H 

-tfDO [3,2,l-ij]^py U>-2(lH)-^> MM& 
Uhl 8 1] 




##M4 T'#fe8-(6-^n^ /\^r-9-y >f ;i/)-5,6-$;t FD-4H-tf U U [3,2,1-ij] 
3f J V y-2 (1H) y J: m- [2- (2-2 hdpi/7x^)xfM-N-^f^75> 
&M^T. mMM9£mWi<DWiftZfi?Z.tiz±i). *Mft^%(250m g ) 

X H NMR(7U-i|S; 400MHz, CDClg) 8 1.37-1.43 (2H, m) , 1.51-1.59 (2H, m 
), 1.71-1.79 (2H, m), 2.00-2.06 (2H, m), 2.31 (3H, s) , 2.42 (2H, t, J = 
7.5Hz), 2.55-2.59 (2H, m) , 2.76-2.83 (4H, m) , 2.92 (2H, t, J = 7.5Hz), 3 
.54 (2H, s), 3.73 (2H, t, J = 6Hz) , 3.81 (3H, s) , 6.83-6.89 (2H, m) , 7.1 
2-7.19 (2H, m), 7.74 (2H, s) . 

IR (7'J-fiS; KBr) vcm -1 : 1715, 1672, 1603, 1495, 1343, 1242, 1150. 

[0 2 0 3] 
WJ5 1 

8-(6-[ [2-(2-# n U 7i-Jl/)ifiH 7^ J ] s\*VJ >f ;i/)-5,6-i?H KD-4H- 
bfnD [3,2,1-ij] ^yu>-2(iH)-^-> yak* 



16 3 
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[<f&18 2] 




##M4T*#fc8-(6-^n : EA^-9-y>f > n/)-5,6-i?h KO-4H-tfnn [3,2,1-ij] 
3f ) V >-2(lH)-5T y £ «fc N- [2-(2-* DD7 13) X**] -H-* ^ )17 ^ > 5: 

h NMR(7U-f^S; 400MHz, CDClg) 8 1.37-1.43 (2H, m), 1.51-1.58 (2H, m 
), 1.71-1.79 (2H, m), 2.00-2.06 (2H, m) , 2.33 (3H, s) , 2.44 (2H, t, J = 
7.5Hz), 2.58-2.62 (2H, m) , 2.82 (2H, t, J = 6Hz) , 2.88-2.94 (4H, m) , 3.5 
4 (2H, s), 3.74 (2H, t, ,J = 6Hz) , 7.11-7.24 (3H, m) , 7.32 (1H, dd, J = 5 
.5, 2Hz), 7.73 (2H, s). 

IR (7U-i&g; KBr) vim' 1 : 1718, 1673, 1604, 1496, 1343, 1151. 
[0 2 0 4] 

mmm 52 

8- (6- [ [2- (3-7 n 7 x )V] 7 ^ J ] A. ) 4 ;i/)-5 ,6-V F CZ -4H 
-if UU [3,2,1-ij]^ U >-2(lH)-^-> 
[ftl 8 3] 




##M4T?^fe8-(6-^n : EAdr-9-y >f;i/)-5,6-S;t: KO-4H-tfDn [3,2,1-ij] 
*J U ^-2(lH)-^->fe«fc0N-[2-(3-7;i/^n7xx;i/)x5 1 ;i/] -N-*^;b7S^ 

X H NMR(7U-SS; 400MHz, CDClo) 6 1.36-1.42 (2H, m) , 1.49-1.57 (2H, m 
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), 1.71-1.78 (2H, m), 2.00-2.07 (2H, m), 2.29 (3H, s) , 2.40 (2H, t, J = 
7.5Hz), 2.57-2.61 (2H, m) , 2.74-2.79 (2H, m), 2.84 (2H, t, J = 6Hz) , 3.5 
4 (2H, s), 3.74 (2H, t, J = 6Hz) , 6.85-6.91 (2H, m) , 6.97 (1H, d, J = 7. 
5Hz), 7.20-7.25 (1H, m) , 7.74 (2H, s). 

IR Or) vein" 1 : 1717, 1672, 1604, 1496, 1343, 1150. 

[0 2 0 5] ' 

mmm 5 3 

8-[6-[lf;i/(2-7i-;i/l^)75 J]<\*VJ >( M-s,b-Vk Kn-4H-tfn 

n [3,2,i-ij]*/u>-2(iH)-*> mm& 

[ft 1 8 4 ] ' 



$#«4T'^8-(6-7"n ; EA^t; JJV)-S,6-VhL K0-4H-fcf D P [3,2,1-ij] 
U>-2(lH)-^>fe e fctJ t N-x^;i/-N-(2-7ai^;i/x5 1 ;i/)T^>5:M^ v t, m 

X H NMR(7U-»*: 400MHz, CDClg) 6 1.05 (3H, t, J = 7Hz), 1.36-1.42 (2 
H, m), 1.49-1.56 (2H, m) , 1.71-1.79 (2H, m) , 2.00-2.06 (2H, m) , 2.50 (2H 
, t, J = 7.5Hz), 2.61 (2H, q, J = 7Hz) , 2.67-2.76 (4H, m) , 2.82 (2H, t, 
J = 6Hz), 2.91 (2H, t, J = 6Hz), 3.54 (2H, s) , 3.73 (2H, t, J = 6Hz) , 7. 
16-7.19 (3H, a), 7.25-7.29 (2H, m) , 7.73 (2H, s). 
IR KBr) vera" 1 : 1718, 1673, 1604, 1496, 1342, 1150. 

[0 2 0 6] 
&JBH5 4 

8- (6- [S.9 M2- (2- ;* h * */ 7 x x » x f- ;b] 7 ^ J ] /\ 3f if J A A/ ) -5 , 6- M 

Kn-4H-hfna [3,2,1-ij] *j y >-2(ih)-#> 



o 



Et 




16 5 



ffifE# 2003-3006600 



#2 002-0 72027 

[fill 8 5] 




##M4 T'ffes-ie-^D^A^t; -f ;i/)-5,6-S?fc Kn-4H-tra n [3,2,i-ij] 

3f y 'J >-2(lH)-^->feckt>*N-x^;b-M-[2-(2-^ Hi/7i-Jl/)if M7^> 
fcffi^T, M9t»«ll^J:i:<!:'J, «M£H(145mg) 

X H NMR(7U-^S; 400MHz, CDClg) S 1.06 (3H, t, J = 7Hz) , 1.37-1.43 (2 
H, m), 1.51-1.59 (2H, m) , 1.72-1.80 (2H, m) , 2.00-2.06 (2H, m) , 2.52 (2H 
, t, J = 7.5Hz), 2.61 (2H, q, J = 7Hz) , 2.66-2.69 (2H, m) , 2.72-2.77 (2H 
, m), 2.82 (2H, t, J = 6Hz) , 2.92 (2H, t, J = 6Hz) , 3.54 (2H, s), 3.73 ( 
2H, t, J = 6Hz), 3.81 (3H, s) , 6.83-6.89 (2H, m) , 7.11-7.19 (2H, m) , 7.7 
3 (2H, s). 

IR (7U-i^S; KBr) vcm" 1 : 1718, 1673, 1603, 1495, 1342, 1242, 1150. 
[0 2 0 7] 

mmms 5 

8-(6-[>f yyntf;i/[2-(2-^ h^^>7i-^)xfji/]75 j\*\*yrj A ;i/)-5,6 
Kn-4H-trnn [3,2,i-ij]dpy u>-2(ih)-^-> %M& 

H&18 6J 




##M4 T*#fc8-(6-^D^/\dr-9-y >f;i/)-5,6-^t: Kn-4H-tTn P [3,2,1-i j] 
*J U >-2(lH)-*>(350«g) fe«fcl)fN-f V^ntf;b-N-[2-(2-^ h**/:7x-;i/ 
)xf;i/]75 >(425m g ) &Mv\T, 9 t mUa&ftZfi? d £ fC«t U , & 

Hft£tl(45mg) l:^-fe# H B B W*ilLT#fe. 
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H NMR(7U-«S; 400MHz, CDClg) S 1.00 (6H, d, J = 6.3Hz), 1.36-1.42 
(2H, ■), 1.48-1.55 (2H, m) , 1.71-1.78 (2H, m) , 1.99-2.05 (2H, m) , 2.46 ( 
2H, t, J = 7.3Hz), 2.56-2.60 (2H, m) , 2.69-2.73 (2H, ■) , 2.81 (2H, t, J 
= 6Hz), 2.91 (2H, t, J = 7.3Hz), 2.99 (1H, q, J = 6.3Hz), 3.53 (2H, s) , 
3.72 (2H, t, J = 6Hz), 3.81 (3H, s) , 6.82-6.88 (2H, m) , 7.10-7.18 (2H, m 
), 7.73 (2H, s). 

IR (7U-&g; neat) vcnf 1 : 1713, 1674, 1603, 1495, 1344, 1243, 1150. 
[0 2 0 8] 

9- [5- [(2-7i^^/Xf;V) j] Ky # _ 2 ,3,6,7-t j, 5 1 j* n - 1H>5H _ 

bTU K[3,2,l-ij]*; yy-s-#y 
H618 7] 



###|3 8Tf4»fe5-*^y-5-(3-**y-2,3,6,7-T-h9kKn-lH,5H-t?U K[3 
,2,1-ij] dpy U >-M;b)^>f;i/(2-7in;i/if;i/)^;wt$ yffl. tert-7 
^;i/(315mg) ^SSfiflilfiHIiCDfR^&ff^itKlJ:*;, &JBff;£40(2 

64mg) ?:^M»*i:lt#fc 0 ! H NMR(400MHz, CD3OD) 8 1.71-1.85 (4H 
, m), 1.98-2.02 (2H, m) , 2.69 (2H, t, J = 7Hz) , 2.90 (2H, t, J = 6Hz) , 3 
.00 (2H, t, J = 7Hz), 3.04-3.08 (2H, m) , 3.10-3.14 (4H, m) , 3.28-3.32 (2 
H, m), 3.90 (2H, t, J = 6Hz) , 4.88 (2H, s) , 7.29-7.41 (5H, a), 7.74 (2H, 
d, J = 4Hz) . 

IR (neat) vein" 1 : 3427, 1670, 1604, 1484, 1366, 1298, 1165. 
[0 2 0 9] 

mmms 7 

9-(5-[[2-(2-* hdp$/7x~;i/)x^;HTS ;Ky#;-f ;t/)-2,3,6,7-^h:7 

t Ko-iH,5H-fc:y K[3,2.i-ij]*> y >-5-*> mwot 
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[ft 1 8 8 ] 




###|3 9t#t2-(2-^ hdr>>7i-^Xf;i/ [5->f3f V-5-(3-^dr V-2,3,6, 

7-t- h ^ t k a -ih , 5H- tf y F [3 , 2 , l- i j] * j y > -9->f ^ ) ^ > ;b] * ;wt * y 

m tert-^^(410«g)'S:fflV%T, Miff 1 £B8l©f&f1s£^e> - fcc * »J , 
StM£%(315mg) 

! H NMR (400MHz, CDgOD) 8 1.71-1.78 (4H, a), 1.85-1.91 (2H, m) , 2.57 (2H, 
t, J = 7Hz), 2.79 (2H, t, J = 7Hz) , 2.88 (2H, t, J = 7Hz) , 2.96-3.03 (6 
H, m), 3.17 (2H, t, J = 7Hz) , 3.77 (2H, t, J = 7.5Hz), 3.81 (3H, s) , 4.7 
9 (2H, s), 6.87 (1H, t, J = 7Hz) , 6.93 (1H, d, J = 8Hz) , 7.17 (1H, d, J 
= 7Hz), 7.22 (1H, t, J = 7Hz), 7.64 (2H, d, J = 4Hz). 
IB (neat) vci" 1 : 3431, 1671, 1603, 1496, 1439, 1366, 1247, 1165. 
[0 2 10] 

mmm 5 8 

9-(5- [ [2-(2-# n D 7i-^/)xf;H 7$ J]s<y* J 4 /!/)-2,3,6,7-r h 9 1 
Kn-lH,5H-hT'J K[3,2,l-ij]*y y>-5-#> ggftg 
[it 1 8 9 ] 




###14 0 T*#fc2-(2-# □ D 7i-Mlfil/ [5-;f 3r V-5-(3-;fr3f V-2,3,6,7- 

fh7t Fn-iH,5H-t?y K [3,2,i-ij] ^py u >-9-f #;wu >m 

tert-^;i/(380mg) £M^T, 111 1 £ mMoWiftZfit) Z. t &C<k »J , ^ 
M<ft£$j(235mg) $ri(^108-109°CO*Efe^^^ bT#fe„ 

: H NMR (400MHz, DMS0-d g ) 8 1.62-1.72 (4H, m) , 1.81-1.87 (2H, m) , 2.56 (2 
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H, t, J = 6Hz), 2.79 (2H, t, J = 6Hz) , 2.90 (2H, t, J = 7Hz) , 2.92-3.02 
(4H, m), 3.05-3.16 (4H, ■) , 3.75 (2H, t, J = 6Hz) , 7.24-7.35 (2H, m) , 7. 
39 (1H, dd, J = 7, 2Hz), 7.45 (1H, dd, J = 7, 2Hz) , 7.66 (2H, s), 9.18 ( 
2H, s). 

IR (KBr) vcb" 1 : 3429, 2948, 1671, 1603, 1363, 1338, 1165. 
[0 2 11] 

mmm 59 

9- [5- (2-7 i-MfM 7$ J]«.y& J 4 M -2 ,3,6 ,7-f h 9 fc FO- 

iH,5H-try F[3,2,i-ij] u >-5-*> mmm. 

[ftl 9 0] 



5 T'#fe9-(5-# nD^>^;>f;i/)-2,3 ) 6 ) 7-f b 9fc KD-lH t 5H-f u K 
[3,2,1-ij]*; u >-5-?j->fe i tKN-^ ^;i/-N-(2-7 x^i;i/X^;b)T $ v & M ^ 

! H NMR(7U-*«; 400MHz, CDClg) 6 1.53-1.61 (2H, m), 1.71-1.78 (2H, m 
), 1.93-1.99 (2H, m), 2.31 (3H, s) , 2.45 (2H, t, J = 7.4Hz), 2.59-2.63 ( 
2H, m), 2.66-2.69 (2H, m) , 2.75-2.79 (2H, m) , 2.84 (2H, t, J = 6Hz) , 2.9 
1-2.95 (4H, m), 3.89 (2H, t, J = 6Hz) , 7.17-7.29 (5H, a), 7.61 (2H, d, J 
= 5Hz) . 

IR KBr) vcnf 1 : 1676, 1604, 1590, 1484, 1361, 1339, 1161. 

[0 2 12] 

mmm e o 

9-[5-[[2-(2-* h^i/7i-^)lf;i/] (**fr)7$J]Ky# 
-ff7t Kn-lH,5H-kU K [3,2,1-ij] Vy-5-*y £$& 
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[fl5 1 9 1 ] 




5 T'#fc9-(5-* U W<y* ) -i ;i/)-2,3,6,7-f - h 5 1 FD-1H,5H-H''J K 
[3,2,l-ij]3f ; U >-5-^*>feJ:tfN-[2-(2-^ h^J/7i-^)if;i/]-HfA 
T^&MVnT, 9 i: H«CD»-ff fefr ^ d JC J: U\ *«flJ#*(165«g) _ 

h mB(7'J-*S; 400MHz, CDClg) 8 1.55-1.62 (2H, m), 1.71-1.79 (2H, 0 
), 1.93-1.99 (2H, m), 2.32 (3H, s) , 2.46 (2H, t, J = 7.4Hz), 2.56-2.60 ( 
2H, m), 2.68 (2H, t, J = 6Hz) , 2.77-2.80 (2H, m) , 2.84 (2H, t, J = 6Hz) , 
2.91-2.95 (4H, m) , 3.81 (3H, s) , 3.89 (2H, t, J = 6Hz) , 6.83-6.89 (2H, 
■), 7.12-7.19 (2H, m), 7.62 (2H, d, J = 5Hz) . 

IR (7 y —J£gj; KBr) vcm" 1 : 1674, 1603, 1494, 1361, 1339, 1243, 1160. 
[0 2 13] 

mmm e 1 

9-[5-[[2-(2-^nD7i-/l;)xfM (*3-A/)7$J]«>*J>(M-2,S,6,7- 
f h7t Kn-lH,5H-tf y K[3,2,l-ij]^7 U >-5-*> 
[AS19 2] 




##$f 5 T*#fe9-(5-? n n*>* y ;b)-2,3,6,7-T- h 7t KD-lH,5H-tf y h* 
[3 , 2 , 1-i j] *c J 'J >-5-# >fij:lFN-[2-(2-7nn7i-^)lf M -N-* *Jb7 

X H NMR(7 y-**5 400MHz, CDClg) 8 1.54-1.62 (2H, m) , 1.71-1.78 (2H, m 
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), 1.93-1.99 (2H, ■),. 2.32 (3H, s), 2.48 (2H, t, J = 7Hz), 2.59-2.63 (2H 
, m), 2.67 (2H, t, J = 6Hz) , 2.84 (2H, t, J = 6Hz) , 2.88-2.96 (6H, m) , 3 
.89 (2H, t, J = 6Hz), 7.11-7.24 (3H, m) , 7.32 (1H, d, d, J = 5, 2Hz) , 7. 
62 (2H, d, J = 5Hz) . 

IR (7'j-itS; KBr) vcm" 1 : 1673, 1604, 1483, 1438, 1361, 1159. 
[0 2 14] 

9- [5- [x^;b (2-71^1/ifji,) y % ; ] «y * j 4 M -2,3,6,7-^ h 7 fc: Kn- 
iH,5H-tf y k [3,2,i-ij] u y-5-*y 

[ft 1 9 3 ] 




##M 5 T*#£9-(5-£ □ UKy* J 4 ;I/)-2,3,6,7-t- h 9 1 Kn-lH,5H-tf U K 
[3,2,1-ij]*/ U>-5-^>fc s ^:^^*N-x5 1 ;^-N-(2-7x-;I/x5 L ;^)T$>l:Mv^ 

h NMR(7U-SS; 400MHz, CDClg) 8 1.05 (3H, t, J = 7Hz) , 1.52-1.60 (2 
H, m), 1.70-1.77 (2H, m) , 1.95-1.99 (2H, m) , 2.55 (2H, t, J = 7Hz) , 2.61 
(2H, q, J = 7Hz), 2.65-2.77 (6H, m), 2.84 (2H, t, J = 6Hz) , 2.89-2.97 ( 
4H, m), 3.89 (2H, t, J = 6Hz) , 7.16-7.19 (3H, m) , 7.25-7.30 (2H, m) , 7.6 
2 (2H, d, J = 5Ez). 

IR (7U-igS; KBr) vcnf 1 : 1675, 1604, 1484, 1361, 1299, 1160. 

[0 2 15] 
HW6 3 

9-(5-(x^;i/[2-(2-* h^S/7xx;b)x^;i/]7^y]/0^7^;b)-2,3,6,7- 
ir h v K Fn-1H,5H-^U K [3,2,1-ij] y y-s-yfy 
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[ft 1 9 4 ] 




o 



i 

Et 



OMe 



HCI 



5 -Z?#7c9-(5-^ UUKyjt / J )l)-2,3,6 h ^ t: Fn-lH,5H-fcfl) K 
[3,2,1-ij]*/ U>-5-^>fej:tJtN-X5 1 ;i/-N-[2-(2-^ F^i/7i-jl/)lf Jl/] 

h m(7V-m&; 400MHz, CDCI3) 5 1.07 (3H, t, J = 7Hz) , 1.55-1.62 (2 
H, m), 1.71-1.78 (2H, m) , 1.93-1.99 (2H, m) , 2.56 (2H, t, J = 7.5Hz), 2. 
62 (2H, q, J = 7Hz), 2.66-2.69 (4H, m) , 2.73-2.78 (2H, m) , 2.84 (2H, t, 
J = 6Hz), 2.83 (4H, t, J = 6Hz) , 3.81 (3H, s) , 3.89 (2H, t, J = 6Hz) , 6. 
83-6.89 (2H, m) , 7.11-7.19 (2H, ■), 7.62 (2H, d, J = 5flz) . 
IR (7';-f&g; KBr) vera" 1 : 1674, 1603, 1494, 1361, 1339, 1243, 1160. 
[0 2 16] 

MMM 6 4 

9-[6-[(2-7xn;bx^>«/)7^y]^^-9-y>r;i/]-2,3,6,7-xN5ti Ftt-1H,5H- 
bf y F [3,2 j] * J y y-5-* y mm 
[ftl9 5] 



##M6 T*#fe9-(6-^n^/\dp-9-^>f ^-2,3,6,7-^ h5t Kn-lH,5H-bTU F 
[3,2,l-ij]*y Vy-5-*y&&T$2-7 3i-)lx.?-)]s7 5.y$:%^X. 

h NMR(7U-fi3£; 400MHz, CDClg) 6 1.35-1.42 (2H, m) , 1.49-1.56 (3H, m 



O 



H 
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), 1.69-1.77 (2H, m), 1.93-1.99 (2H, m) , 2.61-2.69 (4H, m) , 2.78-2.95 (1 
OH, ■), 3.89 (2H, t, J = 6Hz), 7.18-7.31 (5H, ■) , 7.61 (2H, d, J = 5Hz). 
IR (7V-i^; RBr) vcm -1 : 1675, 1604, 1484, 1437, .1362, 1339, 1161. 
[0 2 17] 

9-(6-[[2-(2-* |>^fi/7i-;b)xf^]7^ J]s\*VJ -OlO-2,3,6,7-^h^ 
\L Fn-lH,5H-t;''j F [3,2,1-ij] 3p J u im%. 
[flSl 9 6] 



O H OMe 




6 "?#fc9-(6-7*n =EA^t ; >f ;b)-2,3,6,7-f h 7 1 Fn-lH,5H-fc?U F 
[3,2,1-ij] *J V>-5-*y&£X$2-(2-* h^S/^xn^x^l/T* 

h NMR(7U-^S; 400MHz, CDClg) 8 1.36-1.44 (2H, m) , 1.50-1.57 (3H, m 
), 1.70-1.77 (2H, m), 1.92-1.99 (2H, m) , 2.62-2.69 (4H, m) , 2.82-2.85 (6 
H, m), 2.89-2.96 (4H, m) , 3.81 (3H, s) , 3.89 (2H, t, J = 6Hz) , 6.85 (1H, 

d, J = 8.3Hz), 6.89 (1H, d, J = 7.4Hz), 7.14-7.20 (2H, m), 7.61 (2H, d, 

J = 5Hz) . 

IR (7U-^S: KBr) vcm -1 : 1673, 1603, 1494, 1362, 1339, 1243, 1160. 

[0 2 18] 
MMM 6 6' 

9-(6- [ [2-(2-? D n 7i-Jl/) X^;i/] 7^7] J ;i/)-2 ,3,6,7-x F 5 1 

Fn-iH,5H-t^u F [3,2,1-ij] *JVy-$-*y 
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[ft 1 9 7 ] 




^«6T?#fe9-(6-^'n^'S^y>f^/)-2,3,6,7-5 l h5t KD-lH,5H-tf y K 
[3,2,l-ij]3V U >-5-#>fcJ;tf2-(2-?nn7xx;i,)x^;i/7$>l:Mv^ 
V««9i:H«cD*^&ff^z:2:K:j:»;, ^fflft£&(l48m g ) 

J H m(7 U — ttS; 400MHz, CDC1 3 ) 8 1.37-1.43 (2H, m), 1.51-1.58 (3H, m 
), 1.71-1.78 (2H, ■), 1.95-2.00 (2H, m) , 2.65-2.70 (4H, m) , 2.84 (2H, t, 
J = 7.5Hz), 2.86-2.96 (8H, m) , 3.89 (2H, t, J = 6Hz) , 7.13-7.25 (3H, m) 
, 7.34 (1H, dd, J = 7, 2Hz) , 7.61 (2H, d, J = 5Hz). 
IR (7U-S[ai; KBr) vcm" 1 : 1673, 1603, 1483, 1361, 1159. 
[0 2 19] 

mmme i 

9-[6-[(2-!7xx;i/X^;b)7^y]^*^^;i/]-2,3,6,7--f h7t Kn-1H,5H- 

tr y K [3,2, i-i j] * j y y-s-* y iffiM. 

[ft 1 9 8 ] 




##«|6T'#fe8-(6-^n ; EA^t; >f^)-2,3,6,7-fh7t FO-lH,5H-bf 'J K 
[3,2,l-ij]3V U >-5-^>Sj:^>*N-^f';I/-N-(2-7x-;^X5 1 ;l/)T5>§:fflV^ 
T> Jte»«9i:H«©ilff&ff^ifcK:J:»J, &JBft&tt(225mg) 

X H Hffi(7U-*l6; 400MHz, CDClg) 8 1.37-1.43 (2H, m), 1.51-1.58 (2H, m 
), 1.71-1.78 (2H, m), 19.3-1.99 (2H, m) , 2.30 (3H, s) , 2.41 (2H, t, J = 
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7Hz), 2.58-2.62 (2H, m) , 2.67 (2H, t, J = 6Hz) , 2.75-2.79 (2H, m), 2.84 
(2H, t, J = 6H2), 2.89-2.95 (4H, m) , 3.89 (2H, t, J = 6Hz) , 7.18-7.29 (5 
H, m), 7.61 (2H, d, J = 5Hz) . 

IR (7 U -SH; KBr) vcm' 1 : 1676, 1604, 1590, 1484, 1361, 1338, 1161. 
[0 2 2 0] 

mnm 6 8. 

9-(6-[[2-(2-* b^i/7x^)xf;i/]7^;]A^;^^)-2,3,6,7-fh7 
t: Fn-lH,5H-lfU K[3,2,l-ij]3V Vy-5-*y &gft& 
[it 1 9 9 ] 




##M6T*#fe9-(6-7D^^^-^y-f;i/)-2,3,6,7-xb^tl KD-lH,5H-lf U K 
[3,2,1-ijJ^y U >-5-#>;J3J:tfN-[2-(2-* b^i/7i^)lf ;i/]-N-^f ;i/ 
75>£MV^, HM9il|Bl^(Z)^?:^e)^i:tCi:y, ^M^%(255mg) 

h NMR(7U-^S; 400MHz, CDCI3) S 1.36-1.43 (2H, m) , 1.51-1.58 (2H, m 
), 1.71-1.79 (2H, m), 1.93-1.99 (2H, m) , 2.32 (3H, s) , 2.42 (2H, t, J = 
7Hz), 2.55-2.59 (2H, m) , 2.67 (2H, t, J = 6Hz) , 2.76-2.80 (2H, m) , 2.83 
(2H, t, J = 6Hz), 2.90-2.95 (4H, m) , 3.81 (3H, s) , 3.89 (2H, t, J = 6Hz) 
, 6.83-6.89 (2H, m), 7.12-7.19 (2H, m) , 7.61 (2H, d, J = 5Hz) . 
IR (7'J-M; KBr) vcm" 1 : 1676, 1603, 1589, 1494, 1361, 1243, 1161. 
[0 2 2 1] 

mmm 6 9 

9- [6- [ [2-(2-;7 U D 7i-jl/) X^/l/] 7 * J ] /sde-y- J j )i] -2,3,6 ,7- 

rh5t Kn-lH,5H-tfU K [3,2, 1-i j] y y-5-*y 
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HG2 0 0] 




##M6T#t9-(6-^D ; E/\^-9-/^^)-2,3,6,7-7 1 h^H Kn-lH,5H-fcTU K 
[3 , 2 , 1-i j] * J U > -5-* >i3<fcl>*N- [2-(2-# O D 7 1 - Jb) xf jl/] -N-)l f jl/ 7 
$2>&/gV*T, SfeSSflfgfcBHiCjlf^fcfliifcKlJ:*;, (372n>g) & 

X H NMR(7U-**; 400MHz, CDClg) S 1.35-1.43 (2H, ■), 1.51-1.59 (2H, m 
), 1.71-1.78 (2H, m), 1.93-1.99 (2H, m), 2.33 (3H, s), 2.44 (2H, t, J = 
7.5Hz), 2.58-2.62 (2H, m) , 2.68 (2H, t, J = 6Hz), 2.84 (2H, t, J = 6Hz) , 
2.88-2.99 (6H, m) , 3.89 (2H, t, J = 6Hz) , 7.11-7.24 (3H, ■), 7.32 (1H, 
d, d, J = 5, 2Hz), 7.62 (2H, d, J = 5Hz). 

IR KBr) vcm" 1 : 1674, 1604, 1438, 1360, 1299, 1159. 

[0 2 2 2] 

mmmi o 

9- [6- [ [2-(3-7fr# U 7 x-/l/) ifM (* 7 $ J ] A* -9- J J )l] -2,3,6,7 

-fh7t Kn-iH,5H-try K[3,2,i-ij]*y v>-s-*y &Bfc& 

[ft 2 0 1 ] . 




##M6T*#fc9-(6-:/n*^*1^-f;i,)-2,3,6,7--r h5b: Kn-lH,5H-tfU K 
[3 , 2 , 1-i j] * J U > -5-* > 33 J: B- [2- (3-7Wn7ir;i/)if jH-N-^f )]/ 

! H NMR(7y-SH; 400MHz, CDClg) 6 1.36-1.42 (2H, m) , 1.49-1.55 (2H, m 
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), 1.70-1.78 (2H, •■), 1.93-1.99 (2H, ■), 2.29 (3H, s) , 2.40 (2H, t, J = 
7.5Hz), 2.58-2.62. (2H, ■), 2.68 (2H, t, J = 6Hz), 2.74-2.78 (2H, ■) , 2.8 
5 (2H, t, J = 6Hz), 2.89-2.96 (4H, m) , 3.89 (2H, t, J = 6Hz) , 6.86-6.92 
(2H, ■), 6.97 (1H, d, J = 7.5Hz), 7.20-7.25 (1H, m) , 7.62 (2H, d, J = 5H 
z ). 

IR (7U-*at; KBr) vcnf 1 : 1676, 1604, 1589, 1486, 1361, 1339, 1161. 
[0 2 2 3] 

mmm 1 1 

9- [6- [3L*fr (2-7 1 -;i/X^;i/) 7 $ J ] J A M -2 ,3,6,7-f F 5 n F a - 
iH,5H-tf y K[3,2,i-ij]^y y y-5-*y mi®. 

[ft 2 0 2 ] 




0%M6-cmcQ-(6-7U : £<\*y-J>()l)-2,3,6,7-Th?t FD-lH,5H-t? y F 
[3,2, 1-i j] * ) y >-5-*y £ «fc tfN-x^;i,-N-(2-7 xx;bx^;i,) 7 * y ^ 

h NMR(^y-^; 400MHz, CDClg) 8 1.05 (3H, t, J = 7Hz) , 1.34-1.42 (2 
H, n), 1.49-1.56 (2H, n.) , 1.71-1.78 (2H, m) , 1.93-1.99 (2H, m) , 2.50 (2H 
, t, J = 7.5Hz), 2.61 (2H, q, J = 7Hz) , 2.66-2.77 (6H, m) , 2.84 (2H,t,J 
= 6Hz), 2.89-2.95 (4H, m) , 3.89 (2H, t, J = 6Hz) , 7.16-7.20 (3H, m), 7.2 
5-7.29 (2H, m), 7.62 (2H, d, J = 5Hz). 

IR (7y~ig*; KBr) vcnf 1 : 1676, 1603, 1589, 1494, 1361, 1243, 1161. 
[0 2 2 4] 

9-(6-[xf-M2-(2-* h=fi/7i-;i/)xf;i/]7$;]A^t^^-2,3,6,7- 
Fn-lH,5H-fc°y F[3,2,l-ij]3f/ V>-5-*y 

17 7 fflgsft 2003-3006600 



#2 0 0 2-0 7 2 0 2 7 



m 2 0 3] 

0 Et OMb 




##M6T'^fc9-(6-7*n^*-y-/>f;b)-2,3,6,7-f-h5fc: KD-lH,5H-try F 
[3,2,l-ij]3r/ y >-5-;f>;j3<ktfN-x^;i/-N-[2-(2-* h 3f£/7 i-^)ifM 
7^>?:fflV>T, iiraSiOjR^Srff^ifcK:**;, *ftWb£«(385*g) 

X H NMR(7y-*a6; 400MHz, CDClg) 8 1.07 (3H, t, J = 7Hz), 1.37-1.43 (2 
H, ■), 1.51-1.59 (2H, m), 1.72-1.79 (2H, m), 1.93-1.99 (2H, ■) , 2.52 (2H 
, t, J = 7.5Hz), 2.62 (2H, q, J = 7Hz) , 2.66-2.69 (4H, m) , 2.72-2.82 (2H 
, m), 2.85 (2H, t, J = 6Hz) , 2.92 (4H, t, J = 6Hz), 3.81 (3H, s), 3.89 ( 
2H, t, J = 6Hz), 6.83-6.89 (2H, m) , 7.11-7.19 (2H, m), 7.62 (2H, d, J = 
5Hz) . 

IR (7'J-fil; KBr) vcaf 1 : 1675, 1603, 1493, 1361, 1242, 1159. 
[0 2 2 5] 

9- (6- U V 7* □ if Jl [2- (2- * h dp *, 7 x ^ /I/) x 9 )V) 7 ^ J ] ^ * if J 4 JV) -2 , 3 
.6,7-f hvt Kn-lH,5H-tr'J K [3,2,1-ij] V >-5-^"> 
[ft2 0 4] 




#%M6T'^0-(6-7D^'\^,>-f;i/)-2,3,6,7-^h^t: KO-lH,5H-fcfy F 
[3,2,1-ij]*; 'J >-5-;f>fcJ:t0-^y7nif;b-N-[2-(2-* h**/7xX;b) 

147mg) ft«Hft#*«»*fcLT#&. 
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h NMBC7U 400MHz, CDClg) S 1.00 (6H, d, J = 6.3Hz), 1.36-1.42 

(2H, m), 1.48-1.54 (2H, m) , 1.71-1.78 (2H, m) , 1.93-1.99 (2H, m) , 2.47 ( 
2H, t, J = 7.3Hz), 2.57-2.60 (2H, m) , 2.65-2.74 (4H, m) , 2.82-2.85 (2H, 
■), 2.89-2.95 (4H, m) , 2.98 (1H, q, J = 6.3Hz), 3.81 (3H, s) , 3.89 (2H, 
t, J = 6Hz), 6.82-6.88 (2H, m) , 7.11-7.19 (2H, m), 7.62 (2H, d, J = 5Hz) 

• 

IR (7V-i&M; neat) v. cm -1 : 1676, 1604, 1494, 1360, 1243, 1162. 
[0 2 2 6] 

7 4 

i-(l-7-fe*;i/-2,3-*;fc: Kn-iH->r>K-;i/-5-^;i,)-5-[[2-(2-^ b**s7*=. 

lit 2 0 5 ] 




##§&S7T'#£5-(l-71?^-2,3-i?h Kn-lH--f V K-*-5-f ;i/)-5-tf*y 
*y*)l[2-(2-* Ki/7i^)i^]^wt5>i tert-^;Kl70mg) 

% NMR(400MHz, DMSO-dg) 8 1.58-1.72 (4H, m) , 2.18 (3H, s) , 2.90-3.05 (8 
H, ■), 3.17 (2H, t, J = 8.5Hz), 3.79 (3H, s) , 4.14 (2H, t, J = 8.5Hz), 6 
•90 (1H, t, J = 7.5Hz), 6.99 (1H, d, J - 7 .5Hz), 7.16 (1H, d, J = 7.5Hz) 
, 7.24 (1H, t, J = 8.3Hz), 7.82-7.85 (2H, m), 8.08 (1H, d, J = 8 .3Hz) , 8 
.91 (2H, br s). 

IH (Or) vcnf 1 : 2955, 2789, 1680, 1661, 1603, 1496, 1441, 1440, 1255. 
[0 2 2 7] 

9mm 1 5 

6-(5-[[2-(2-* h*&7x-Mx*M7$J]«y*-)4M-z Br i l 4 r «ys;x 
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#2002-072027 

[ft 2 0 6] 




7 r*#£6-(5-? □ n K y $ j j ;b)-2H-i A-^y V >-3(4H)-;f 

>fei^2-(2-^ h*2/7xn;i/):n^;i,7S>$:;g^T> ##Ml£J:tfjy& 

m 1 1 mM0®ft miktfs z.mz&v, mmtt>&®itM&#&w®m£ vrm 

h NMR(300MHz, DMS0-d g ) 6 1.66 (4H, s) , 2.93-3.02. (8H, m) , 3.80 (3H, s) 
, 4.69 (2H, s), 6.89-6.94 (1H, m) , 6.99-7.07 (2H, m) , 7.18 (1H, d, J = 6 
.3Hz), 7.23-7.28 (1H, m), 7.52 (1H, d, J = 2.1Hz), 7.63 . (1H, dd, J = 8.6 
, 2.1Hz), 8.98 (2H, br s) , 10.94 (1H, s). 
MS m/z: 383 [M+H] + 
[0 2 2 8] 

mmm 1 6 

8- [5-(l ,3,4 ,5-x h =y H Kn -2Sr2-Ky XTWy-Z-J )V) Ky * J A M -1 ,2 , 
5,6~f h7t Kn-4H-tf DD [3,2,1-ij] * j U y-4-#y 
[ft 2 0 7] 



o 




1 T'# fe8- (5-? n a ^ > # J -i JV) -1 ,2 ,5 ,6-f" h 9 H K D -4H-£ D D [3 , 
2,l-ij]*y V >-4-tf>(600mg) feJ;t>*2,3,4,5-^N5t: KP-lH-2-^>XT^f 
hf>(332mg) fcJg^T, Hi£«9 mmmftZft? d £(C J: »J, £gft£»(4 
07mg) fe«MM«d»3fi2:LT#&. 

X H NMR(7U-S3£; 200MHz, CDClg) 5 1.45-1.80 (6H, m) , 2.39 (2H, t, J = 
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7.4Hz), 2.71 (2H, t, J = 7.6Hz), 2.80-3.30 (10H, m) , 3.88 (2H, s) , 4.12 
(2H, t, J = 8.4Hz), 7.00-7.20 (4H, m), 7.65 (1H, s) , 7.69 (IB, s). 
[0 2 2 9] 
H»7 7 

8-[5-(7-* h*t/-l,3,4,5-xS9t: FD-2H-2-^>XT-fe*tf>2— f)l)Ky$ ) 
^;i/]-l,2,5,6-fh7t Kn-4H-£nn [3,2 f i-ij]*y yy-4-*y f&ggig 
lft2 0 8] 



##M 1 T'#£8-(5-# 0 a^># J >f ;i/)-l,2,5,6-r h 9 1 Kn-4H-tf D □ [3, 
2,1-ij] =apy U >-4-*>(500«g) fc<J:tf7-* h 3f S/-2,3,4,5-t- h 5 1: K0-1H-2 
-'OX7i^>(304mg) £#^T, «««9 fcH»©|iff fc^ZfcCJ: »J, 
*»ft£»(294«g) &!&/Stl67-168T;©fc&|tfifc bT#fc„ 
X H HMR(7y-*IS; 200MHz, CDCI3) 8 1.45-1.80 (6H, m), 2.38 (2H, t, J = 

7.4Hz), 2.71 (2H, t, J = 7.6Hz), 2.80-3.15 (8H, m) , 3.21 (2H, t, J = 8. 
4Hz), 3.78 (3H, s) , 3.84 (2H, s) , 4.13 (2H, t, J = 8.4Hz), 6.61 (1H, dd, 

J = 8.0, 2.6Hz), 6.69 (1H, d, J = 2.6Hz), 7.02 (1H, d, J = 8.4Hz), 7.66 

(1H, s), 7.70 (1H, s). 
[0 2 3 0] 

nmm 7 8 

8-[6-(l,3,4,5-f h5t FU-2H-2-KyX7Wy-2-J Jl)s\*VJ 4)V]-1,2, 

5,6-fh7t Kn-4H-t°nn [3,2,i-ij]*y vy-4-*y 

[it 2 0 9 ] 



o 
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##M2-C^fe8-(6-^n^Adp-U-y^;b)-l,2 > 5,6-xh7t: Kn-4H-tf U n [3, 
2 , 1-i j] * J V y (500mg) J: 2 ,3,4 ,5-r N 5 K n -lH-2-/< >X7i? 

tf>(252mg) &fl|V*T, H£6&flf9 tm^mmfit dfcfCfc y, »ffc£%(4 
63mg) 5r«J95-197°C©^M^i:UT#fc 0 

J H NMR(-7U-S«; 200MHz, CDClg) S 1.25-1.85 (8H, m), 2.35 (2H, t, J = 
7.4Hz), 2.71 (2H, t, J = 7.6Hz), 2.80-3.00 (4H, m) , 3.02 (2H, t, J = 7. 
6Hz), 3.11 (2H, t, J = 5.4Hz), 3.22 (2H, t, J = 8.4Hz), 3.88 (2H, s) , 4. 
13 (2H, t, J = 8.4Hz), 7.00-7.20 (4H, m) , 7.66 (1H, s) , 7.70 (1H, s). 
7C*3-#f C 27 H 32 N 2 0 2 • HC1 1 LT 

: C, 70.58; H, 7.34; N, 6.18. 
H^filcC, 70.16; H, 7.32; N, 6.08. 
[0 2 3 1] 

mmm 1 9 

8-[6-(7-^ |>:£>>-i, 3 ,4,5-^1.^ KD-2H-2-K>XT€bf>2--f;i/)/\^-9- J 
<< M-1,2,5,6-5- h^t Fo-4H-tf d n [3,2,1-i j] y-i-ty &g& 
[ft2lO] 

OMe 



##M2T*#fe8-(6->rn^/\^^^^; l/ )- 1>2 ,5 >6 _^ h9b Kn-4H-t'nn [3, 

2,l-ij]3V U >-4-;t>(500mg) fei^7-^ S 3f $/-2,3,4,5-f- h =y t KD-1H-2 
-^>X7-fe*tf>(253mg) &M^T, Hj£M9 d 3 tiZ <fc »J, 

«ft£ft(366mg) &m*iW*i:lT#fe 0 

h NMR(7'J-^; 200MHz, CDClg) 5 1.24-1.80 (8H, m) , 2.34 (2H, t, J = 
7.4Hz), 2.71 (2H, t, J = 7.6Hz), 2.80-3.15 (8H, m) , 3.22 (2H, t, J = 8. 

4Hz), 3.78 (3H, s) , 3.84 (2H, s) , 4.13 (2H, t, J = 8.4Hz), 6.61 (1H, dd, 
J = 8.0, 2.6Hz), 6.69 (1H, d, J = 2.6Hz), 7.02 (1H, d, J = 8.4Hz), 7.66 
(1H, s), 7.70 (1H, s). 
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[0 2 3 2] 

mmm 8 o 

8-[5-(i,3-e;n Fn-2H--f v-iy F-;i/-2->f;i/)^>^ jjji] -1,2,5,6-T- 
t Fn-4H-enn [3,2,1-ij] * y y >- 4 -;f > &$g 
[ft2 1 1] 

1 -e#fe8-(5-^ nn^>^y^;i/)-l,2,5,6--r h 9 1 Kn-4H-tf □ D [3, 
2,l-ij]^y U >-4-^>(600mg) £ £tf>f y>f > F V >(269mg) £MV^, HJg 
M9tmm(Dmft$:ft?ZtlZ3:*), mmit&mimm) m^ig^lX;©*!! 

! H MU7V-m.m; 200MHz, CDCI3) 5 1.60-1.95 (4H, m) , 2.60-2.80 (4H, m 
), 2.90-3.05 (4H, m) , 3.19 (2H, t, J = 8.4Hz), 3.92 (4fl, s) , 4.12 (2H, t 
, J = 8.4Hz), 7.10 (4H, s) , 7.69 (1H, s) , 7.73 (1H, s). 
[0 2 3 3] 

mmms 1 

8- [3- [l-(2-7x-^/X^^/)-4-tr/<y 9-M7UrtJ4M-l,2,5,*-Trh9\i 

Kn-4H-tfn □ [3,2,'l-i j] y y-4-*y 
[fb2 1 2] 



o 




8- [3-(4-t£ * y *?=L)l) -fuAJj M -1 ,2 ,5,6-f F 5 1 F D -4H- 1? B 0 [8,2,1- 
y>-4->T>(500mg) feiTO^'J ^A(500mg) 07t F r. h U MlOm 
1) M^fC(2->rn^x^;b)/<>if>(o.22ral) fc^CT^TLfc £ST*12 
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h MR (200MHz, CDCI3) 5 1.20-1.50(3H, m), 1.60-1.85(4H, m), 1.90-2.10(2 
H, m), 2.50-3.10(12H, m) , 3.21(2H, t, J = 8.4Hz), 4.12(2H, t, J .= 8.4Hz) 
,.7.10-7.35(5H, m), 7.68(1H, s) , 7.72(1H, s). 

±IB7 y -S«^(6i0mg) ©x* y 1 ^fi^±©^fb^ (BMx* 

7C*d&-*f C 2 .7 H 32 N 2 0 2 * HC1 il LT 
ffgfit:C, 71.58; H, 7.34; N, 6.18. 
^M:C, 71.27; H, 7.13; N, 6.20. 

[0 2 3 4] 
HHM 8 2 

8-(3- [1- [2-(2-* 7 x 3L*M -4-tf ^ U ^x;b] -?UAJ -f ;b)-l ,2,5, 
[ft 2 1 3] 



0 




8- [3- (4- tf U ^ - ;b ) ? □ / V ;!/] -1 , 2 , 5 , 6-x h 9 F P -4H- fcT □ O [3 , 2 , 1- 
ij] U >-4-*>(600«g) <fctFl-(2-^O^x^;i/)-2-^^;i/^>1?>(432ii 
g) &M^T, *fc«8 1 fcHttoUfffe^ii^cj:!;, JtM£%(624mg) 
feKj^lS-ZlBTJfcfcftfSfifcLTfcfc 1 !! NMR(7U-«[3£; 200MHz, CDGI3) 8 
1.25-1.50 (3H, m), 1.55-1.85 (4H, ■), 1.90-2.20 (2H, m) , 2.33 (3H, s) , 2 
.45-2.60 (2H, ■), 2.65-3.10 (10H, m) , 3.23 (2H, t, J = 8.4Hz), 4.14 (2H, 
t, J = 8.4Hz), 7.13 (4H, s) , 7.68 (1H, s) , 7.72 (1H, s),.. 
7tt*£*f C 28 H 34 N 2 0 2 • HC1 • 0.5H 2 0£ LX 
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tfJMI:'C, 70.64; H, 7.62; N, 5.88. 
$11 : C, 70.24; H, 7.66; N, 5.81. 

[0 2 3 5] 
»8 3 

8- (3- [l- [2-(2-7;i/tn7i_ji/)xf;i/] -4-tf^ y y-^] 7n / v >f ;i/)-i,2, 
5,6-r h7h Ko-4H-trnn [3,2,i-ij]*y u>-4-^-> MS 
[fli2 14] 




8-[3-(4-if^u^-;b)^n^v-f^]-i,2,5,6-7 1 h7t: Kn-4H-tfnn [3,2,1- 
ij]*; U>-4-*>(600«g) fe±a t i-(2-^n^x^;b)-2-7;^n^>if>(36 

tmkziO-ZWCtoto&tt&tltXMt 1 * NHE(7U-**; 200MHz, CDCI3) 8 
1.20-1.45 (3H, m), 1.55-2.10 (6H, m) , 2.50-3.10 (12H, n), 3.23 (2H, t, 

J = 8.4Hz), 4.14 (2H, t, J = 8.4Hz), 6.95-7.30 (4H, m) , 7.68 (1H, s) , 7. 

72 (1H, s). 

7Gf§&|ff C 27 H 31 FN 2 0 2 • HC1 • 0.5H 2 0t IsX 
ffHltiC, 67.56; H, 6.93; N, 5.84. 
&lt4t: C, 67.92; H, 6.68; N, 5.79. 

[0 2 3 6] 
«M8 4 

8-(3- [1- [2-(3-7j^n7i^i/)ifjb] y :7n av >f ;i/)-i,2, 
5,6-r h7th*D -4H-t:° n U [3,2 , 1-i j] * y >- 4 -^- ^ ggg 
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[ft 2 1.5] 




8-[3-(4-tf^yy-;b)^nAV^;i/]-i,2,5,6-xh9t:Kn-4H-^nn [3,2,1- 
U]*y U >-4-^->(500mg) S«fem-(2->rn ; ex^;i,)-3-7;i/^n/<>^>(36 

7o»g) sb^t, *mnei£mtomnmt$z£K*y % Mft**(a6i«) 

&»^225-227XJ©*HSiB[Si: Ltfc 
X H WB(7U-**; 200MHz, CDClg) 8 1.20-1.50 (3H, ■), 1.60-1.85 (4H, m 
), 1.90-2.10 (2H, m), 2.50-3.10 (12H, m) , 3.23 (2H, t, J = 8.4Hz), 4.14 
(2H, t, J = 8.4Hz), 6.80-7.00 (3H, ■) , 7.15-7.30 (1H, m), 7.68 (1H, s) , 
7.72 (1H, s). 

[0 2 3 7] 

8-(3- [1- [2-(3-* D O 7i-MlfM - 4 -tf/< VP-M zfnrtjj ;b)-l,2,5, 

6-rh5tKn-4H-fcrnn[3,2,f-ij]*y vy-4-*y i&mm. 

[fb2 16] 




8-[3-(4-tx>ji?-;i,)yn;t;c;H-i ) 2,5,6-fh7t Fn-4H-trnn [3,2,1-i 
i]*J U >-4-#>(500mg) fe < fcm-(2-yn*ex5 t ;i/)-3-^nn/<>€>(394mg 
) £#v*t, »«8ifcwa®JW*t:fJ};ii:K:j:*J, £g"ft£*(369«e) & 

■A2SS-22SC«)MMAhLTff]b. hmH?V-m; 200MHz, CDClg) 8 
1.20-1.50 (3H, m), 1.60-1.85 (4H, m) , 1.90-2.10 (2H, m), 2.45-3.10 (12H, 
■), 3.23 (2H, t, J = 8.4Hz), 4.14 (2H, t, J = 8.4Hz), 7.00-7.30 (4H, m) 
, 7.68 (1H, s), 7.73 (1H, s). 
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TtMftffi C 27 H 31 C1N 2 0 2 • HC1 • H 2 0£ bX 



tt-M : C, 64.16; fl, '6.78; N, 5.54. 
IHliC, 63.92; H, 6.75; N, 5.52. 
[0 2 3 8] 

8- [3- [i-(2,3-e; t: k n-iH->f ;i/)-4-t?^ u i.ukjj M -1 

,2,5,6-xh7t Ka-4H-tfDD[3,2,l-ij]^y Vy-4-*y 
Ht2 1 7] 



8-[3-(4-tf/<y ^->n/)^n/t^W;i/]-l,2,5,6-r h9fc KD-4H-tfn D [3,2,1- 
ij]^^ U>-4-^>(600ng) fcitf* # >^^/*>»2,3-j;k Fn-lH--f>-r> 
-2-^;K428mg) fcflJv*T, £*|fl!8 1 fcTOCD&ftfcfr 3 ZtK Ji U, £®ffc 
£%(326mg) *»A290t;(^jW)<OMft|f»i:bT#& 1 B Wffi(7y-*atJ 200M 
Hz, CDClg) 5 1.10-1.40 (3H, m), 1.45-1.80 (4H, m) , 1.85-2.00 (2H, m) , 2 
.61 (2H, t, J = 7.6Hz), 2.70-3.20 (13H, m) , 4.03 (2H, t, J = 8.4Hz), 7.0 
0-7.15 (4H, ■), 7.57 (1H, s) , 7.62 (1H, s). 
7Bjfc##f C 28 H 32 N 2 0 2 • HC1 • 0.5H 2 0£ LT 
ftM:C, 70.94; H, 7.23; N, 5.91. 
M&m-.C, 71.19; H, 6.97; N, 5.71. 
[0 2 3 9] 

%mm 8 7 

8- [3- [l-(3-7i-J^D tf;i/)-4-fc'^ U ^-M fnj\J4 M -1,2,5,6-x h 9 

m Fn-4H-trnn [3,2,i-ij]*y y>-4-#> &»& 



o 
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[ft2 1 8] 



#2 0 0 2-0 7 2 0 2 7 



o 




8-[3-(4-tr^US?r.;i/)^*D>'V'f;i/]-l,2,5,6-xS9tl KP-4H-tfDD [3,2,1- 

U >-4-^->(500mg) fecfctFO-^O^^n^/O-fe'XO. 245ml) 
V^T, &Jfc498 1 hH^cD^Srfr^r^fCiy, &jgft-^(488mg) 
3-175X3 ©a&fciBSfcLTflfc. X H NMR(7y~filt; 200MHz, CDClg) 5 1.20-1 
.45 (3H, m), 1.60-2.00 (8H, ■) , 2.35 (2H, t, J = 7.6Hz) , 2.61 (2H, t, J 
= 8.0Hz), 2.70 (2H, t, J = 8.4Hz), 2.80-2.95 (4H, m) , 3.01 (2H, t, J = 8 
.0Hz), 3.21 (2H, t, J = 8.4Hz), 4.12 (2H, t, J = 8.4Hz), 7.05-7.35 (5H, 
m), 7.67 (1H, s), 7.71 (1H, s). 
7CfSi#ff C 28 H 34 N 2 0 2 • HCI t.LX 
lt#H : C, 72.01; H, 7.55; N, 6.00. 
£IMi:C, 71.68; H, 7.50; N, 5.73. 

[0 2 4 0] 
MMM 8 8 

8-[3-[i-(2-7i; *£/x*;i/)-4-fc:/*y v~M -fxinj^M -1,2,5,6-7^5 
t Kn-4H-*nn [3,2,i-ij]*y y >-A-*y mwn& 
[ft 2 1 9 ] 



0 




8- [3-(4- fcT * U if-M-fUX J 4 M -1 ,2,5 ,6-x h 9 1 K D -4H-tf □ □ [3,2,1- 
ij]*J y >-4-^>(500mg) fej:r>*(2-^n : Exh^i/)/O^>(0.222ml) 
V^T, g£|g8 1 tmM<DWift*fi$Z£\Z&*)^ SMft^(190mg) 
IITO^i:LT#fc„ ^ NMR(7 'J -igg; 200MHz, CDClg) S 1.20-1.45 (3H, 
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m), 1.60-1.85 (4H, m), 2.00-2.25 (2H, ■) , 2.71 (2H, t, J = 7.6Hz), 2.80 
(2H, t, J = 6.2Hz), 2.85-3.10 (6H, m), 3.22 (2H, t, J = 8.4Hz), 4.00-4.2 
0 (4H, m), 6.85-7.00 (3H, m) , 7.20-7.35 (2H, m) , 7.67 (1H, s) , 7.71 (1H, 

7C*#flf C 27 H 32 N 2 0 3 • HC1 • 0.5H 2 0il LX 
#HH8 : C, 67.84; H, 7.17; N, 5.86. 
3gBMS:C, 68.10; H, 7.22; N, 5.83. 
[0 24 1] 

mmm 8 9 

8- (3- [i-[2-(2-xN^i/7i; #S/)x^]-4-fcT^y *?-M zfurtj 4 ;i/)-i, 
2,5,6-jr h 5 1: Kn-4H-hfD D [3,2,1-ij] 3f y y y-A-Jty i&WM 
[ft 2 2 0] 



0 




8- [3-(4-tf K y j;- ^n;V>f /I/] -1 ,2,5 ,6~f h 5 1 F □ -4H- tf D n [3,2 , 1- 
U >-4-^">(50Omg) feim-(2-^n^Xhdf^)-2-xh^rJ/^^if>( 
412mg) »M8 1 iH1^0^^^e»3^{Cj:y, 3ljlft£% (583m 

g) $:*^#B^»^i:tT4lfcc ! H NMR(7y-&g; 200MHz, CDClg) 8 1.20 
-1.50 (6H, m), 1.60-1.80 (4H, m) , 2.00-2.25 (2H, m) , 2.71 (2H, t, J = 7. 
6Hz), 2.80-3.15 (8H, m) , 3.22 (2H, t, J = 8.4Hz) , 4.00-4.20 (6H, m) , 6.8 
5-6.95 (4H, m), 7.67 (1H, s) , 7.72 (1H, s) . 
TClfi^lfr C 2g H 36 N 2 0 4 • HC1 • 0.5H 2 0£ LX 

: C, 66.72; H, 7.34; N, 5.37. 
IHI : C, 66.75; H, 7.26; N, 5.28. 

[0 2 4 2] 

5-[5-[[2-(2-^Dn7i-;i/)if;i/] U^;i/)7* )\Ky%j >r;i/]-i,3-^t: 

18 9 ffilE# 2003-3006600 
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[it 2 2 1 ] 



H 

N. 




H 



HCI 



;i/-2-^->fej:t> , N-[2-(2-^nn7x^;i/)x5 L ;i/]-N-^^;i/T^^$:M^T, H 

J H NMR(300MHz, DMSO-dg) 5 1.68-1.79 (4H, m) , 2.83 (3H, d, J = 4.8Hz), 3 
.04-3.30 (8H, m), 7.03 (1H, d, J = 8.4Hz), 7.31-7.50 (5H, m) , 7.69 (1H, 
dd, J = 8.3, 1.7Hz), 10.46 (1H, br s) , 10.96 (1H, s) , 11.10 (1H, s). 
7Cilt#lT C 21 H 24 C1N 3 0 2 • HCI • 0.5H 2 Oi: IT 
ff-JNI:C, 58.47; H, 6.08; N, 9.74. 
SHI': C, 58.49; H, 6.05; N, 9.51. 
MS m/z: 386 [M+H] + 
[0 2 4 3] 

mmmv 1 

5- [5- [ [2-(2-* n07i -)1)jl?M 7* ;] Ky& J j ,3-*;* 

[ft 2 2 2 ] 



> !/>f 3 *V- JU-2-* > J: tfN- [2- (2- 9 D □ 7 x xf ;b] -N-* f- )\> 7 * 




HCI 
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h NHR(7y-*»; 200MHz, CDClg) S 1.64-1.83 (4H, m) , 2.42 (3H, s), 2. 

54-2.74 (4H, m) , 2.93-3.02 (4H, m), 3.46 (3H, s) , 3.47 (3H, s) , 6.99 (1H 

, d, J = 8.4Hz), 7.13-7.35 (4H, m) , 7.63 (1H, d, J = 1.2Hz), 7.79 (1H, d 
d, J = 8.2, 1.6Hz). 
MS m/z: 414 [M+H] + 
[0 2 4 4] 
2 

l-U-7-fe^;i/-2,3-2;t Kn-lH-f y K-^-5->f ^)-5-[(2-7x^Xf^ 7 

^J]-l-Ky^.;y ggg 
[ft 2 2 3 ] 




##M4 8T-#fc5-(i-7i^;i,-2,3-$;t: Kn-iH->f y K-;i/-5-^ ;i,)-5-tf* 
y/<>^;K2-7x^;i/X^;i/)^;Wt$>^ tert-^;i/(280mg) £M^t, m 
MMlh^0^$:^e)r^^j:y, *jHft^«f(220«g) 

! H NMR(400MHz, DMSO-dg) 5 1.60-1.73(4H, «), 2.18(3H, s) , 2.90-3.01 (6H, 
■), 3.05-3.10(2H, m), 3.16(2H, t, J = 8.4Hz), 4.13(2H, t, J = 8.4Hz), 7. 
21-7.34(5H, m), 7.81(1H, s) , 7.82(1H, d, J = 8Hz) , 8.08QH, t, J = 8Hz) , 
9.21 (2H, br.s). 

IR (KBr) vcnf 1 : 3438, 2783, 1679, 1662, 1604, 1495, 1440, 1401, 1334, 1 
260. 

[0 2 4 5] 

l-(l-7-fe^;i/-2,3-i?bKD-lH-^>F-;b-5-^;i,)-5-[[2-(2-^ 
)^M7^J]-\-Ky^jy fg^g 
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##14 9T*#fc5-(l-7tf ;i/-2,3-i;t: Kn-lH-f > K-^-SH" ;i/)-5-#* 
V^>^;i/[2-(2-^DD.7x^;i/)x^]^;wt^>Si tert-^;i/(330ag) & 
A^T, HiSMl iHia®^$:ffe>^i:}Cj:y. fgjlft£%(175mg) &1H&18 
5-186X3 ©jfe&fc^Jii: UT#fe. 

X H NMR(400MHz, DMSO-dg) 8 1.63-1.74(4H, m), 2.17(3H, s) , 2.92-3.01 (4H, 
■), 3.08-3. 18(6H, m), 4.13(2H, t, J = 8Hz) , 7.26-7.34(2H, m) , 7.39(1H, d 
, d, J = 7, 2Hz), 7.44(1H, d, d, J = 7, 2Hz) , 7.81 (1H, s) , 7.82(1H, d, J 
= 8Hz), 8.07(1H, d, J = 8Hz), 9.35(2H, s) . 

IR (KBr) vcm" 1 : 3434, 2947, 2782, 1683, 1660, 1441, 1403, 1335, 1259. 
[0 24 6] 

mt«r 9 4 

l-(2,3-$;ti Kn-1H~< y K-;i/-5->r;i/)-5-[[2-(2-^ F*>>7i-;p)ifM 
7$J]-l-Ky&jy 2STO 
lit 2 2 5] 




2HCI 



###95 o?#fc5-(2,3-i?t Kn-iH-f > K-/i/-w;io-5-**y [2 

-(2-^h^J/7i-^)lf^*^t5>8 tert-^;i/(452mg) &J§V\T, H 
1 £ Id*® ftft **? e> £ fC «fc U , $jBft&« (330mg) &Mj*164-165X3 © 

h NMR(400MHz, DMSO-dg) 5 1.58-1.72(4H, m) , 2.93(6H, t, J = 7Hz), 2.99- 
3.03(2H, ■), 3.05(2H, t, J = 8.2Hz), 3.60(2H, t, J = 8.2Hz), 3.78(3H, s) 
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, 6.81 (1H, d, J = 8Hz), 6.89(1H, t, J = 7Hz) , 6.98(1H, d, J = 7 Hz), 7.17 
(1H, d, J = 7Hz), 7.24(1H, t, J = 7Hz), 7.74(1H, d, J = 8Hz), 7 .75(1H, s 
), 9.06(4H, br.s). 

IR (KBr) vcnf 1 : 3429, 2950, 2781, 2460, 1694, l497, 1247. 
[0 2 4 7] 
5 

i-(2,3-^fc: Kn-iH->f y K-;b- 5 ->f;u)-5-[[2-(2-* h^>7x^)x^] 
T$J]-l-Ky* j y 2im.m. 
Ht2 2 6] 




OMe 



2HCI 



-(2-n^7x-;i;)l^]^i / ;t^ S tert-^;Kl20mg) fctf^T, H 

*H MR(400MHz, DMSO-dg) 0 1.60-1.67 (4H, .), 2.80(3H, s) , 2.85-3. 01 (10H, 
■), 3.44(2H, t, J - 8.4Hz), 3.78(3H, s) , 6.46(1H, d, J = 8 .3Hz), 6.89(1 
H, t, J = 7.4Hz), 6.98(1H, d, J = 8.3Hz), 7.16(1H, d, J = 7 .4Hz), 7.23(1 
H, t, J = 8.3Hz), 7.60(1H, s), 7.72(1H, d, J = 8 .3Hz), 9 .10(3H, br.s). 
IR (KBr) vcnf 1 : 3436, 2583, 2424, 1675, 1600, 1494, 1464, 1249, 1032, 7 
60. 

[0 2 4 8] 
fttttil 9 6 

l-(l-x^;W2,3-^ Pn-lH-f > K-;W5->f;i,)-5-[[2-(2-* h*t,?*-ju 
)x.^MT5.J]-\-Ky9jy 
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#tl5 2T'#fc5-(l-xf;H,3-i?t Kn-iH--r > K-*-5--f *)-5-**y 
^>^M2-(2-* h^i/7i-^)lfMj,;wt>>i tert-^;b(l65mg) £ 

h NMR(400MHz, DMSO-dg) 8 1.08(3H, t, J = 7.2Hz), 1.61-1. .69(411, m), 2.8 
4-3.01 (10H, m), 3.23(2H, q, J = 7.2Hz), 3.48(2H, t, J = 8.4Hz), 3.78(3H, 
s), 6.45(1H, d, J = 8.4Hz), 6.89(1H, t, J = 7Hz) , 6.98(1H, d, J = 8.4Hz 
), 7.16(1H, d, J = 7Hz), 7.23(1H, t, J = 8.4Hz), 7.59(1H, s) , 7.70(1H, d 
, J = 8.4Hz), 9.11(3H, br). 

IR (KBr) vc." 1 : 3426, 2777, 2458, 1697, 1602, 1496, 1442, 1317, 1248, 1 
051, 763. 

[0 2 4 9] 
&H4tf9 7 

i-[i-(3-t Fn*s/^ntr^)-2,3-s;t Kn-iH-*>K-;i/-5--f/i/]-5-[[2-(2- 

[ft 2 2 8] 




##M5 3 T*#fe5-[i-(3-t Kndp^^ntf^)-2,3-t;h Kn-iH-f y K-;i,-5 

->f^]-5-^^y^>^^[2-(2-^ h^i/7i^)if^]^; U>i tert _ 
^;K60mg) £Mv^ » l £ mmvmWZfio z. £ KJ: y , £gft£&( 
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#2 0 0 2-0 7 2 0 2 7 



55mg) 

h MR(400MHz, CDgOD) 8 1.68-1.79(4H, m), 1.84(2H, t, J = 7.4Hz), 1.90- 
1.99(2H, a), 2.92-3.18(8H, m), 3.35(2H, t, J = 6Hz) , 3.57-3. 70(4H, m), 3 
.82(3H, s), 4.82(4H, s), 6.63(1H, d, J = 8Hz) , 6.88(1H, t, J = 7Hz) , 6.9 
5(1H, d, J = 8Hz), 7.16(1H, d, J = 7,4Hz), 7.23(1H, t, J = 7.4Hz), 7.69( 
1H, s), 7.79(1H, d, J = 7Hz). 

IR (neat) v cm" 1 : 3402, 2920, 1693, 1602, 1496, 1443, 1247, 760. 
[0 2 5 0] 

■mmm 8 

[5-(5- [ [2- (2-* h dp is 7 x -)\>) X^;i/] 7 ^ ) ) * V * J ■< )\s)-l,Z-V\L F U -1 

H->f>F-;i/-w;i/]Wx^;i/ 

[ft2 2 9] 



##09 5 4 [5- (5- [(tert-^T h *S/#;i/#x;b) [2-(2-* h * J/7i-Jb) 

x^;b] 7^ /] Ky* ) 4 ;i,)-2,3-*?t Kn-UM" > F-H^f*] M^-fl/ 
(270mg) Sffl^T, HIS0J1 fcH8©»fts&ff3Zi:lCJ:»K Mft^*(255ig 

*H NKR(400MHz, CD3OD) S 1.26(3H, t, J = 7Hz), 1.70-1.80(4H, a), 2.96-3. 
21(10H, m), 3.82-3.85(2H, m) , 3.81(3H, s) , 3.86(2H, s), 4.18(2H, q, J = 
7.2Hz), 4.84(3H, s) , 6.37(1H, d, J = 8.34Hz), 6.91 (1H, t, J = 7.4Hz), 6. 
98(1H, d, J = 8.3Hz), 7.20(1H, d, J = 7.4Hz), 7.26(1H, t, J = 8.3Hz), 7. 
68(1H, s), 7.76(1H, d, J = 8.3Hz). 

IR (KBr) vcnf 1 : 3420, 2774, 1736, 1663, 1603, 1496, 1443, 1248, 1182, 1 
026, 759. 

[0 2 5 1] 
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N-x^;b-5-(5- [ [2- (2-* h^i/^i^x^HT^]^^/^ y 
[it 2 3 0 ] 




##«5 5 T-Hfc5-[i-[(x^;bT5 ;)*/HKn/H-2,S-s;fc Kn-lH-f > K- 

;b-5-^;b]-5-5j-^y/0^ ;l/[ 2-(2-^ h^i/7x^)x^]3!,;| / A^i te 
rt-^;K250mg) £tfv*T\ »Jl tMM^^^tiaij, g^ft 
£#(205mg) ZmgJSS-m'CVM&ffi&t LT#fc 

! H NMR(400MHz, DMSO-dg) 5 1.08(3H, t, J = 7.3Hz), 1.63-1.70(4H, m) , 2.9 
2-3.03(8H, m), 3. 11-3.18(4H, m) , 3.79(3H, s) , 3.93(2H, t, J = 8.4Hz), 6. 
87-6.91 (2H, m), 6.98(1H, d, J = 8.4Hz), 7.16(1H, d, J = 7 .4Hz), 7.24(1H, 
t, J = 8.4Hz), 7.73(1H, s) , 7.76(1H, d, J = 8.4Hz), 7.88(1H, d, J = 8.4 
Hz), 9.06(2H, s). 

IR (KBr) vcaf 1 : 3315, 2773, 1667, 1604, 1526, 1494, 1442, 1319, 1245, 7 
54. 

[0 2 5 2] 

£ ttftf 1 0 0 

i-(i-7ir^;b-2,3-t?t Kn-iH->f > F-;i/-5->f;i,)-5-[[2-(2-* hZ-isy*- 
Cfb 2 3 1] 
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^NMRC^U-M; 400MHz, CDClg) 5 1.54-1.61 (2H, m) , 1.70-1.78(2*. a) , 
2.25(3H, s), 2.3K3H, s) , 2.46(2H, t, J = 7.5Hz), 2.55-2.59(2H, m) , 2.7 
6-2.80(2H, m), 2.94(2H, t, J = 7.3Hz), 3.23(2H, t, J = 8.3Hz), 3.81(3H, 
s), 4.11(2H, t, J = 8.3Hz), 6.82-6.87(2H, m) , 7.12-7.19(2H, m), 7.81-7.8 
4(2H, m), 8.23(1H, d, J = 8.3Hz). 

IR (7U-^S; neat) v cm" 1 : 1673, 1603, 1493, 1440, 1394, 1329, 1244. 
[0 2 5 3] 

Hi 101 

i-(i-7-fe^;i/-2,3-^n Kn-iH-f y K-;i/-5->r;i/)-5-[ [2-(2-^ n uy^-jv 
)^M(^^)l)7^J]-l-^y^tj y now 
[ft2 3 2] 




mm 1 1 T*#fci-(i-7-fe^;b-2,3-$;t: Kn-iH->r y K-;i/-5-^f ;i,)-5-* n 
n K y * y-i-it y is <fc m- [2- (2- 9 n n y x n;b) M -n-* 7 * > & flj 

% mtt(7U-««; 400MHz, CDClg) 8 1.54-1.61 (2H, m) , 1.70-1 .77 (2H, m) , 
2.24(3H, s), 2.33(3H, s) , 2.47(2H, t, J = 6.3Hz), 2 .61(2H, t, J = 7Hz) , 
2.88-2.95(4H, >) , 3.22(2H, t, J = 7.5Hz), 4.10(2H, t, J = 7.BB1), 7.11- 

7.33(4H, m), 7.79-7.83(2H, m) , 8.22(1H, d, J = 8 .5Hz). 

IR (7U-SS; neat) v cm" 1 : 1673, 1604, 1489, 1440, 1391, 1330, 1256. 
[0 2 5 4] 

1 9 7 ffi§E# 2003-3006600 
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mmm 1 o 2 

i-(i-7iz^;i/-2,3-t?t Kn-u-f > K-;i/-5->r;i/)-6-[[2-(2-^ h* ; 
;i/).x^;i/]- 7 $ y ] -l-A^-y- y > 

[ft 2 3 3 ] 



OMe 




mwi 2-e#fei-(i-7tf;b-2,3-i?k Fo-iH->f > K-;b-5->f;i/)-6-^n 
^-l-^^^7>(388 B g) fcJ:tf2-(2-* K*J/7x^)x^T5>(S7« 

1 H nB(7U-tK«; 400MHz, CDCI3) 5 1.35-1.43(2H, m) , 1.49-1.56(2H, »), 
1.64(1H, br.s), 1.69-1.76(2H, m) , 2.24(3H, s) , 2.68(2H, t, J = 7Hz), 2. 

83(4H, br.s), 2.91(2H, t, J = 7Hz) , 3.22(2H, t, J = 8.3Hz), 3 .81(3H, s) , 
4.11(2H, t, J = 8.3Hz), 6.83-6.88(2H, ■), 7.13-7.20(2H, >) , 7.79-7.82(2 

H, m), 8.23(1H, d, J = 8.3Hz). 

IR (7'J-Si; neat) v cm" 1 : 1673, 1602, 1493, 1440, 1394, 1329, 1243. 
[0 2 5 5] 

MMM 10 3 

l-(l-7-fe^;i/-2,3-e;t:Kn-lH-^>K-;b-5-^;i,)-6-[[2-(2-^Dn7xx;b 
'lib 2 3 4 ] 




2^fcl-(l-7t^-2,3-^ Kn-iH-^> K-^-5-^;b)-6-^D 
*-l-A**,>(270-g) fcJ:Ut2-(2-^ OD 7x^)i^ 7 , y {mag) * 
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X fl NMR(7U-«3S; 400MHz, CDClg) 8 1.38-1.44(2H, m) , 1.47(1H, br.s), 1 
.50-1.57(2H, ■), 1.70-1. 77 (2H, a), 2.24(3H, s), 2.66(2H, t, J = 7.5Hz), 
2.85-2. 94(6H, ■), 3.22(2H, t, J = 8Hz), 4.10(2H, t, J = 8Hz), 7.14-7.35( 
4H, m), 7.79-7.82(2H, m) , 8.22(1H, d, J = 8.5Hz). 

IR (7U-tai: neat) vein" 1 : 1673, 1604, 1489, 1441, 1395, 1330, 1262. 
[0 2 5 6] 

mmmi 04 

l-U-T-fe^ ;i/-2,3-e?fc KO-1H-W > K-;i/-5->f;i/)-6-[[2-(2-^ >>7x- 
^)x^;i/](^^;i/)T^^]-l-Aap-9-7> %K 
[ft2 3 5] 




0=( HCI 
Me 



1 2 r-nfci-a-r-tfft^^-yt Fo-iH-'f y F-)i-5-jj\,)-s-zru 
* -9- y > «fc tffl- (2- (2-* h * ^ 7 x x;i, ) x f - -N- * * ;i/ 7 ^ v £ M 

h NMR(7U-ifi36; 400MHz, CDClg) S 1.36-1. 42(2H, m), 1.51-1. 58(2H, m), 
1.70-1.78(2H,_m), 2.24(3H, s) , 2.31 (3H, s), 2.42(2H, t, J = 7.5Hz), 2.5 

5-2.59(2H, ■), 2.76-2.80(2H, m) , 2.92(2H, t, J = 7.5Hz), 3.21 (2H, t, J = 
8.3Hz), 3.81 (3H, s) , 4.09(2H, t, J = 8.3Hz), 6.82-6.89(2H, m) , 7.12-7.1 

9(2H, m), 7.79-7.83(2H, m) , 8.23(1H, d, J = 8.3Hz). 

IR (7U-igg; neat) v cm" 1 : 1674, 1603, 1493, 1440, 1394, 1329, 1244. 
[0 2 5 7] 

mmm 1 o 5 

i-(i-y-fe^;i/-2,3-^i; Kn-iH-W y K-/I/-W ;i/)-6- [[2- (2-* n □ 7i-jb 
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[ft2 3 6] 




0==( HCI 
Me 



*-l-A* -9- y > £ «fc tfN- [2-(2-* D □ 7 x-^) x**] -N-* my * y ^ 

h WB(7U-*H; 400MHz, CDClg) 8 1.35-1. 42(2H, «) , 1.50-1.58(2H, >) , 
1.70-1.78(2H, .), 2.25(3B, s) , 2.33(3H, s) , 2.43(2H, t, J = 7Hz), 2.58- 
2.62(2H, .), 2.88-2. 95(4H, m) , 3.23(2H, t, J = 8Hz), 4.10(2H, t, J = 8Hz 
), 7.11-7.33(4H, m), 7.80-7.83(2H, m) , 8.22(1H, d, J = 8 .5Hz). 
18 (7>;-*Jt; neat) v cm -1 : 1674, 1604, 1489, 1441, 1394, 1329, 1246. " 
[0 2 5 8] 

mm® 1 0 6 

at 2 3 7 ] 




##M4 1 T*#fc5-#*y-5-(3-tf*y-3,4-s;fc: Kn-2H-i,4-^>i/***s; 

a 

h NMR (300MHz , DMSO-dg) 8 1.68 (4H, br.), 2.96-3.01 (6H, m) , 3.10(2H, 
br.s), 4.69(2H, s) , 7.05(1H, d, J = 8 .4 Hz), 7.26-7.37(5H, m) , 7.53(1H, 



2 0 0 
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d, J = 1.8 Hz), 7.63(1H, dd, J = 8.4, 1.5 Hz), 9.13(2H, br) , 1 0 .95(1H s 
). 

[M+H] + (ESI+)=353, HPLC Mm 94X(220nm) 

[0 2 5 9] 
MMM 1 0 7 

6-(5- [ [2-(2-* h * ts y^-JV) 7$J}Ky*jj ;i,)-2H-l A~<y V* 
[fb2 3 8] 




y&±v2-(2-*h*i/7*-;i)x.?- } i7$ym^T. 

h NMR(300MH Z , DMSO-dg) 8 1.66(4H, br.), 2.93-3.02(8H, a), 3.80(3H, s) , 
4.69(2H, s), 6.89-6.94UH, m), 6.99-7. 07(2H, ■»), 7.18(1H, d, J = 6 .3Hz) 
, 7.23-7.28(lH, .), 7.52(1H, d, J = 2.1Hz), 7.63(1H, dd, J = 8 .6, 2.1Hz) 
, 8.98(2H, br.), 10.94(1H, s). 
MS m/z: 383 [M+H] + 
[0 2 6 0] 

10 8 

6-(5- [ [2-(2-X h^7x -Jl) jz?M 7$J)Ky*JJ ;p)- 2 H-l ,4-*y 

*Wy-z{w)-*y 

[ft 2 3 9 ] 




»j42^fc2-(2-xh^ 7x ^^ IfM5 . t:fv . 5 . ( 3.^ y _ 3)H 



V 



2 0 1 



ffiU# 2003-3006600 

I 
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h NMR(300MHz, DMSO-dg) 8 1.67(4H, br.), 2. 95-3. 02 (8H, ■) , 3.52(2H, br. 
s), 3.80(3H, s), 4.69(2H, s) , 6.89-6.99 (1H, n) , 6.99-7.04(2H, m), 7.20 
-7.28(2H, m), 7.54 (1H, d, J = 1.8 Hz) , 7.63(1H, dd, J = 8.4, 1.5Hz), 9 
.11(2H, br..), 10.96(lH,s). 
MS m/z: 397 [M+H] + 
[0 2 6 1] 

mmm 109 

6- (5- [ [2- (2- y n y x x^;b] 7 ' j ] Ky # j <i ft) -2H-1 ,4-/<> y*>f 

[ft2 4 0] 



4 3 fc2- (2-7 □ 7 x x;i/) x5=-;b [5-** V-5- (3-# * V-ZA-V 

t Ko-2fl-i,4-/<>y*^^-9-j;>-6-^;b)^>^;i/]^;wt^>i? tert-y^/i 

2 H NMR(300MHz, DMSO-dg) 8 1.67(4H, m) , 3.00-3.04(6H, in), 3.09(2H, m) , 4 

.69(2H, s), 7.06(1H, d, J = 8.1Hz), 7.17-7.24(2H, ■)', 7.30-7.38(2H, ■) , 

7.51 (1H, d, J = 1.8 Hz) , 7.63(1H, dd, J = 8.4, 1.8Hz), 9.04(2H, br.), 
10.93QH, s). 
MS m/z: 371 [M+H] + 
[0 2 6 2] 

mmm no 

6-(5- [ [2-(2-^ n a y x -fr) x&M 7%J\*y%)4 ;i/)-2H-i ,4-k> y** * 

V^7-3(4H)-^-> 




2 0 2 
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#2 002-072027 




h NMR(300MHz, DMSO-dg) S 1.68(4H,m), 2.98-3.02(4H, m) , 3.11 (4H, br.), 
4.69(2H, s), 7.04(1H, d, J = 8.1Hz), 7.31-7.49(4H, m) , 7.52 (1H, d, J = 
1.5 Hz) , 7.63(1H, dd, J = 8.3, 1.4Hz), 9.13(2H, br.), 10.93(1H, s). 
MS m/z: 387 [M+H] + 
[0 2 6 3] 

mmm in 

6- (5- [ [2- (3-* h*t/7x. -fr)2i?)l] 7%J]*y9Jj ;P)-2H-1 ,4-K y 
[ft2 4 2] 

HO \J 
HCI 

##M4 5t'#fe2-(3-^ h=3r^7xn;i/)xf-;i/[5-^^y-5-(3-^^y-3,4-^ 
fc KD-2H-l,4-^>y^-^iJ-s;>-6-^ J n/)/0^;b]^; W t$>iJ t ert->r*;b 

X H NMR(300MHz, DMSO-dg) 8 1.67(4H, br.), 2.92-3.02(6H, m) , 3.13(2H, br. 

), 3.75(3H, s), 4.69(2H, s) , 6.82-6. 84(3H, a) , 7.05(1H, d, J = 8.4 Hz), 

7.23-7.28UH, ■), 7.52(1H, d, J = 2.1 Hz), 7.63(1H, dd, J = 8.3, 2.0Hz), 
9.03(2H, br.), 10.93(1H, s). 
MS m/z: 383 [M+H] + 



2 0 3 
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[0 2 6 4] 

mmwi 1 2 

6- (5- [ [2- (3-x Napi/7xn;i/)xf-;b] 7$ J}Ky#jjj[,) -2H-1 , 4-/< > y** 

[ft2 4 3] 




#^M4 6T'#fe2-(3-xh^J/7x-;b)3:5 L ;i/[5-7i-^y-5-(3-^-drV-3,4-J? 

t Kn-2H-i,4-^>y^-^-y-i;>-6->f;b)^>5 1 ;i/]^;wN^>^ tert-y^;i, 

J H NMR(300MHz, DMSO-dg) 6 1.32(3H, t, J =6.9 Hz), 1.67(4H, br.), 2.91-3 
.02(6H, m), 3.11 (2H, br.), 4.01(2H, q, J = 6.9Hz), 4.68(2H, s) , 6.80-6.8 
2(3H, m), 7.05(1H, d, J = 8.4Hz), 7.21-7.26(1H, m) , 7.52 (1H, d, J = 1.8 
Hz) , 7.63(1H, dd, J = 8.3, 1.4Hz), 
9.02(2H, br.), 10.93(1H, s). 
MS m/z: 397 [M+H] + 
[0 2 6 5] 

mmm 113 

6-(5- [ [2-(3-y)i* u y^-;i) x^;i/] 7 5 J ] * > # J -i ;b)-2H-i y y^ 
*wy-3(m-7ty 

[ft2 4 4] 




##M5 6f#fe2-(3-7Wn7i-;i/)if;i/ [5-^-dpy-5-(3-^-^y-3,4-e; 

t KD-2H-l,4-^>y^f-^-9-^>-6->r;i/)./<>^;b]^;wt^ >1? tert-7"^;i/ 



2 0 4 
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h NMR (300MHz, DMSO-dg) S 1.67(4H, br.), 2. 95-3. 03 (6H, m) , 3.14(2H, br. 
), 4.69(2H, s), 7.06(1H, d, J = 8.4Hz), 7.09-7.17(3H, n), 7.34-7.42 (1H, 
m) , 7.52(1H, d, J = 1.8 Hz), 7.63(1H, dd, J = 8.3, 1.4Hz), 9.04(2H, br 
.), 10.93(1H, s). 
MS m/z: 371 [M+H] + 
[0 2 6 6] 

mmm 1 1 4 

6-(5-[[2-(3-?nn7i-^/)xfM75 J]*y#J<(JU)-2B-l, 4-^>!/* 
[flS2 4 5] 



5 7 T?flr£2-(3-* n U 7i-MlW [5-^- dp V -5- 3f V -3 , 4- ^' t 
Kn-2H-i,4-/<>i/^-^^y>-6-> iMKyj-Miifrrt^ym. tert-^;i/& 

h NMR(300MHz, DMSO-dg) S 1.67(4H, br.), 2.95-3. 02(6H, m) , 3.13(2H, br. 
), 4.69(2H, s), 7.06(1H, d, J = 8.1Hz), 7.24-7.38(4H, ■) , 7.52(1H, d, J 
= 1.8 Hz), 7.63(1H, dd, J = 8.3, 1.1Hz), 9.06(2H, br.), 10.94(1H, s). 
MS m/z: 387 [M+H] + 
[0 2 6 7] 

mmm 1 1 5 

6- [5- [ ^ r ;i/ (2- 7 x x ^ )i ) 7 ^ J } * y # J << M -2H-1 , i-Ky V* * v >y 

>-3(4H)-^-> ife^S 




.0 



2 0 5 
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[ft 2 4 6] 




.0. 



lyte 



N. 



>^«kt>*N-^5 1 ;b-N-(2-7xn;i/X^;i/)r^>$:fflV\T, 1119 

*H NMR (200MHz, DMSO-dg) 8 1.68(4H, br.), 2.81 (3H, s) , 2. 98-3. 44 (8H, m) , 
4.67(2H, s), 7.04(1H, d, J = 8.6Hz), 7.25-7.51 (5H, m), 7.49(1H, d, J = 
2.0Hz), 7.62(1H, dd, J = 8.6, 2.0Hz), 9.93(1H, br.s), 10.88(1H, s) . 
MS m/z: 381 [M+H] + 
[0 2 6 8] 

mmm ii6 

6- [5- [ [2-(2-j* h^i/7ir;i/) 3L*M y % J ] K y # J 4 M -2H-1,4- 

*y\/*3r-!)-*?y-3m-*y &»& 

[it 2 4 7 ] 



X H NMR(200MHz, DMS0-d g ) 8 1.68(4H, br.), 2.82(3H, d, J = 3.4Hz), 2.94-3 
.23 (8H, br.), 3.82(3H, s) , 4.67(2H, s) , 6.92(1H, t, J = 4.9Hz), 7.01(1H, 
d, J = 8.4Hz) f 7.04(1H, d, J = 8.2Hz), 7.21-7.29(2H, m) , 7.50(1H, d, J 
= 1.4Hz), 7.62(1H, dd, J = 5.7, 1.3Hz), 9.97(1H, br.s), 10.89(1H, s) . 
MS m/z: 397 [M+H] + 
[0 2 6 9] 

mmm 1 1 7 

6- [5- [ [2- (2-7/1/* D 7 x-/I/) 3L?M (* *J\,) J * ) ] # ) -i JU] -2H-1 ,4- 




o 



2 0 6 
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[ft2 4 8] 




HCI 



##M 7 T*#fc6-(5-? UUKyjtJJ ;i/)-2H-l,4-/<> Vtf* iJ-$;:y-3(4H)-;!^ 
yfc<fctfN-[2-(2-:7;l/;t^:7x-;^)x^;I,]^ m 

X H NMR(200MHz, DMSO-dg) 8 1.68(4H, br.), 2.82(3H, d, J = 4.8Hz), 2.98-3 
.34(8H, br.), 4.67 (2H, s) , 7.04(1H, d, J = 8.0Hz), 7.15-7. 24(2H, ■) , 7.2 
8-7.40(2H, m), 7.51(1H, d, J = 1.8Hz), 7.62(1H, dd, J = 8.6, 2.2Hz), 10. 
26(1H, br.s), 10.89(1H, s). 
MS m/z: 385 [M+H] + 
[0 2 7 0] 

mmmi 1 s 

6- [5- [ [2-(2-^ oo7x -ji) x^;i/] 7<;]^^;^f;i/] -2H-1 ,4-/< 

>^=¥iJ-^>-3(4H)-^> &£& 
[ft 2 4 9 ] 



#ti7 T'#fc6-(5-^ D D^>^ ; -2H-1 , 4-^ > * * P > -3 (4H) -it 
>fe«kt>'N-[2-(2-^nn7xXi;i/)x5 1 ;i/]-N-^5 1 ;i/7^>l:MV>T, &%{g9 

X H NMR(200MHz, DMSO-dg) S 1.69(4H, br.), 2.83(3H, s), 2.97(2H, t, J = 7 
Hz), 3.18(6H, a), 4.67 (2H, s) , 7.04(1H, d, J = 8.2Hz), 7.30-7.38(2H, in), 

7.43-7.51 (2H, m) , 7.59(1H, d, J = 1.8Hz), 7.62(1H, dd, J = 8.4, 1.8Hz), 

10.36(1H, br.s), 10.87(1H, s) . 
MS m/z: 401 [M+H] + 
[0 2 7 1] 




o. 
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W 119 

6- [5- [ [2-(3-* h * is y x x^;H 7^y]^>#/>f;i/] -2H-1 ,4- 

[ft2 5 0] 



##0»J 7 T*#fe6-(5-^ nn^>^; ;i/)-2H-i ,4-*y y***cWy-W)-* 
>fcJ:tfN-[2-(3-;t h^^x-^x^l/J-N-^^l/TS^fcEVNT, HiSM 

! H NMR(200MHz, DMSO-dg) 5 1.68(4H, br.), 2.82(3H, d, J = 3.2Hz), 2.96-3 
.34(8H, br.), 3.76(3H, s) , 4.67(2H, s) , 6.81 (1H, d, J = 1.6Hz), 6.86(2H, 
d, J = 5.6Hz), 7.04(1H, d, J = 5.8Hz), 7.25(1H, t, J = 5.2Hz), 7.50(1H, 
d, J = 1.6Hz), 7.61 (1H, dd, J = 5.6, 1.4Hz), 9.68(1H, br.s), 10.89(1H, 
s). 

MS m/z: 397 [M+H] + 
[0 2 7 2] 

MMM 12 0 

6-[5-[[2-(3-7;i/tn7i^)if^] (*^;i/)rs J]^y* /-f;i/]-2H-i,4- 
*<yv**v>jy-z{<m-*y &mm. 

lit 2 5 1 ] 




7t'H£6-(5-^nn^>^;-f;i/) -2H-1 , 4-/< y y^^y y-z (4H) 
y £ J: n- [2- (3- 7 ;i/ # n y x ) x 5 1 -N-* * )v 7 $ y & M v * x > mil 

h NMR(300MHz, DMS0-d g ) 5 1.68(4H, br.), 2.82(3H, d, J= 4.5Hz), 2.98-3. 
36(8H, br.), 4.67(2H, s) , 7.02-7.19(4H, m) , 7.34-7. 42(1H, m) , 7.50(1H, d 




Ha 



2 0 8 
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, J =. 2.1Hz), 7.63(1H, dd, J = 8.7, 2.1Hz), 9.69(1H, br.s), 10.88(1H, s) 

MS m/z: 385 [M+H] + 
[0 2 7 3] 

$mm 121 

6- [5- [ [2- (3-* DD7i X^/l/] f-fr) 7 5 J ] ^ V % J A M -2H-1 ,4-^ 
[ft 2 5 2 ] 



###f 7t*ffc6-(5-^nn^>3t;-f ;i/)-2H-i ,4-^ > v^^r+J- S? >-3(4H)-;t 
> J: m- [2-(3-^ □ n 7 x x;],) x^] -N-* ^;i/T ^ > £M v>T, HifcM 9 

*H NMR(200MHz, DMSO-dg) 8 1.68(4H, br.), 2.81 (3H, d, J = 4.8Hz) , 3.03-3 
.63 (8H, br.), 4.67 (2H, s) , 7.04 (1H, d, J = 8.4Hz) , 7.25-7.42(4H, m) , 7 
.51(1H, d, J = 1.8Hz), 7.62(1H, dd, J = 8.4, 1.8Hz), 10.06(1H, br.s), 10 
.90(1H, s). 
MS m/z: 401 [M+H] + 

[0 2 74], 

sum 2 2 

6- [6- [ [2-(2-* h * V 7i-M x^;i/] 3^b) 7 ^ J ] 'v*-* ; -f -2H-i > 4- 
*>v'**'iJ■$>>-8(4H)-*:> mmM 

[ft2 5 3] 



HCI 

8 T*#fe6- (6-7 nfA*ir;>f;b) -2H-1 ,4-^ > y ;fr * S? >-3 (4H) -it 
>£J:tfN-[2-(2-* N^fS/^xx^x^bl-N-^^i/T^fc^T, 
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h NMR (200MHz, DMSO-dg) 8 1.31-1. 41 (2H, m) , 1.61-1. 79 (4H, m) , 2.79(3H, 
d, J = 4.8Hz), 2.92-3.42(8H, br.), 3.81(3H,. s), 4.67(2H, s) , 6.87-7.05(3 
H, m), 7.20-7.30(2H, m) , 7.50(1H, d, J = 1.8Hz), 7.61(1H, dd, J = 8.2, 2 
.0Hz), 10.13(1H, br.s), 10.85(1H, s). 
MS m/z: 411 [M+H] + 
[0 2 7 5] 

mmm 1 2 3 

6- [6- [ [2~(2-7)l* U 7 x-;b) X^;b] (* */b) T$J] J >f M -2H-1 ,4- 

^>y>r^^s;>-3(4H)-^> mmm 

[ft2 5 4] 




HCI 



8 X # 6- (6-^ n * ^ * -9- ^ >»b ) -2H-1 , 4-^ > ^ # * +> S? > -3 (4H) 

y £ <k tf n- [2- (2- 7 ;b it n 7 x -7b ) x ^ -n- ;* ^ ;b 7 ^ > 2: M v ^ x , lill 
. 9 r iifCfc y, MM&il^i^^ LT#fc. 

h NMR (200MHz, DMSO-dg) 8 1.32-1. 42(2H, m) , 1.61-1. 78(4H, m) , 2.81(3H, 
s), 2.92-3.30(8H, br.), 4.67(2H, s) , 7.03(1H, d, J = 8.4Hz), 7.05-7.24(2 
H, m), 7.29-7.43(2H, m) , 7.51(1H, d, J = 1.8Hz), 7.61 (1H, dd, J = 8.4, 1 
.8Hz), 10.60(1H, br.s), 10.90(1H, s) . 
MS m/z: 399 [M+H] + 

[0 2 7 6] 
IIM12 4 

6- [6- [ [2-(2-* p □ 7i-f) x^;b] (* ^;b) T $ J ) ) >f M -2H-1 ,4-^ 

. >y^^r^^>-3(4H)-^-> MM^l 



2 10 
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##M 8 "Cffitc6-(6-7u =Z ) <i ;i/)-2H-l ,4-^ > V*;fr 3f If t>'>-3(4H)-;fr 
> J: ffl- [2- (2- * n n 7 x n/i/) xf- M -N- ;* ;i/ 7 ^ > 5: J8 v * T , &;860J 9 

X H NMR (200MHz, DMSO-dg) S 1.33-1.43(2H, m) , 1.61-1. 78(4H, o) , 2.85(3H, 
d, J = 4.8Hz), 2.96(2H, t, J = 7Hz) , 3. 12-3.21 (6H, m) , 4.66(2H, s) , 7.03 
(1H, d, J = 8.4Hz), 7.27-7.37(2H, m) , 7.41-7. 48(2H, m) , 7.50(1H, d, J = 
2.0Hz), 7.60(1H, dd, J = 8.2, 2.0Hz), 10.24(1H, br.s), 10.87(1H, s) . 
MS m/z: 415 [M+H] + 
[0 2 7 7] 

mmm 1 2 5 

6-[6-[[2-(3-* h^i/7i-^/)ifM (*^;i/)7S 7]^^ify>f;i/]-2H-l,4- 

at 2 5 6 ] 




HCI 

##M8T*#fe6-(6-7*n^/\^if>'^;i/)-2H-l,4-^>^^^^>-3(4H)-^ 

>&&m-[2-(3-* ^^i/7xn;^/)x^;l/]-N-^5 l ;I/7^>l:Mv^T, mmm 

*H NMR(200MHz, DMSO-dg) 8 1.34(2H, br.), 1.61-1.78(4H, ■) , 2.79(3H, d, 
J = 3.8Hz), 2.96-3.26(8H, m) , 3.75(3H, s) , 4.67(2H, s) , 6.84(3H, t, J = 
6.9Hz), 7.03UH, d, J = 8.4Hz), 7.25(1H, t, J = 8.0Hz), 7.52(1H, s) , 7.6 
1(1H, d, J = 7.4Hz), 10.5(1H, br.s), 10.91 (1H, s). 
MS m/z: 411 [M+H] + 
[0 2 7 8] 

2 11 ffifE4f 2003-3006600 




^2002-072027 

2 6 

6- [6- [ [2-(3-7Jl* U 7 x X.?M 7 ^ J \ A* if J >f M -2H-1 ,4- 

[ft2 5 7] 

HO Me 
HCI 

##M8 T^fce-Ce-^n^A^i?-; >f ;i/)-2H-i,4-^>y^-^-9-e;>-3(4H)-^ 
>£j:i>1-[2-(3-7;i/tn7i-;i/)ifji/l-N^f;i/r5 >&ffi^T, 

X H NMR (300MHz, CDgOD) 8 1.44-1.52 (2H, br.), 1.73-1. 86 (4H, m) , 2.94(3H, 
s), 3.00-3.19(4H, m), 3.23-3.49 (4H, m) , 4.67(2H, s) , 6.98-7.15.(4H, m) , 
7.33-7.40(lH, m), 7.54(1H, d, J = 2.1Hz), 7.67(1H, dd, J = 8.4Hz, 2.2Hz 
). 

MS m/z: 399 [M+H] + 
[0 2 7 9] 

mmmi 2 7 

6- [6- [ [2-(3-? n □ 7i-;K x^;H 7^^]^^-9-y-f;i/] -2H-1 ,4-^ 

Ut2 5 8] 




HO Me 
HCI 

##M8T*#fc6-(6-^n^/\^i?-y^;V)-2H-l,4-^>V f ^^^^>-3(4H)-^ 

> £ «fc tJP N- [2- (3- * n d 7 x - ji) xf- -N- ^ ^ ;i/ 7 ^ y £ M ^ T , MWM 9 

h NMR(200MHz, DMS0-d g ) 5 1.33-1.40(2H, br.), 1.62-1.76(4H, m) , 2.80(3H 
, d, J = 4.8Hz), 2.93-3.63(8H, ■) , 4.67(2H, s) , 7.03(1H, d, J = 8.1Hz), 
7.26-7. 30(4H, m) , 7.51(1H, d, J = 1.8Hz), 7.61 (1H, d, J = 8.4Hz, 2.1Hz), 



2 12 



ffifiEff 2003-3006600 



#2 0 0 2-0 7 2 0 2 7 



10.5(1H, br.s), 10.9(1H, s). 
MS m/z: 415 [M+H] + 
[0 2 8 0] 

mmm 128 

6- [5- [ [2- (2-x h^pi/7i-^)x^] UfM7^;]^>^;>f;i/] -2H-1 ,4- 

Cffc2 5 9] 



##$[7T*#fc6-(5-? □ UKy* J -r;i/)-2H-l,4-^>y^^-9-^>-3(4H)-^- 

y&&m- [2-(2-x h**/yx. x» -n-* 3-)ir$yz%^T. mmw 

h NMR(7U-|g*; 200MHz, CDClg) 8 1.41 (3H, t, J = 6.9Hz), 1.56-1.63(2 
H, m), 1.70-1.78(2H, m) , 2.33(3H, s) , 2.47(2H, t, J = 7.5 ), 2.57-2.62(2 
H, m), 2.77-2.84(2H, m) , 2.93(2H, t, J = 7.3H), 3.99-4.06(2H, m), 4.68(2 
H, s), 5.60(1H, br.s), 6.80-6.89(2H, m) , 7.00(1H, d, J = 8.4Hz), 7.10-7. 
26(2H, m), 7.5K1H, d, J = 2.4Hz), 7.61 (1H, dd, J = 8.4, 2.1Hz). 
KS m/z: 411 [M+H] + 
[0 2 8 1] 

mmm 1 2 9 

6-[5-[[2-(3-xh^ri/7xx;i/)xf-;i/] (*?;i)7$ J] *y* J >f ;i/]-2H-l,4- 

*y)/**wy-3(4K)-7ty WbM 

[ft2 6 0] 



##M 7 "?r#fe6-(5-^ n uKy* ; >f ;i/)-2H-i,4-/<>^^-9-^>-3(4H)-^- 
y £ <fc N- [2-(3-x h * 7 x =:/!/) -N-* 3^7 > £ ffl ^T, 
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9 tm&oWtftZftsziLK* &mit£®zM&#&®B*t. Lxntz. 



H, m), 1.69-1.76(2H, s) , 2.30(3H, s) , 2.45(2H, t, J = 7.4Hz), 2.57-2.63( 
2H, m), 2.69-2.76(2H, m) , 2.91 (2H, t, J = 7.2H), 4.00(2B, t , J = 6.9Hz), 
4.67(2H, s), 5.60(1H, br.s), 6.69-6.78(3H, m) , 6.99(1H, d, J = 8.1Hz), 
7.16(1H, t , J = 8.0Hz), 7.52(1H, d, J = 1.8Hz), 7.58(1H, dd, J = 8.4, 2 
.1Hz). 

MS m/z: 411 [M+H] + 
[0 2 8 2] 

mmm 1 3 0 

6- [6- [ [2-(2-X h^7i n;i/)x^;i/] (* 7 * 7 ] /\ *V J <i M -2H-1 ,4- 
[ft2 6 1] 



##M 8 T* # 6- (6-^ D ^\ -9" y >f ;i/ ) -2H-1 , 4-Ky V* * i+ $y -3 (4H) 

>feJ:y ^ N-[2-(2-a:^^dp^/7xx;l/)x5 1 ;^]-N->^^;l/r^>S:Mv^T, 

2 H NMR(7U-ifeS; 200MHz, CDClg) 8 1.37-1. 44(5H, m) , 1 . 53-1 . 60 (2H , m) , 
1.71-1.78(2H, s), 2.34(3H, s) , 2.45(2H, t, J = 7.4Hz), 2.55-2.64(2H, m) 

, 2.76-2.93(4H, m) , 3.96-4.06(2H, m), 4.67(2H, s) , 5.32 (1H, br.s) , 6.7 

8-6.89(2H, m), 6.99(1H, d, J = 8.0Hz), 7.12(2H, d, J = 7.2Hz), 7.54(1H, 
d, J = 1.8Hz), 7.59(1H, dd, J = 8.2, 2.0Hz). 
MS m/z: 425 [M+H] + 
[0 2 8 3] 

mmm 1 3 1 

6- [6- [ [2-(3-X h ap */ 7 x x;i/) M (* f-;v) 7 ^ J ] ^af * 7 >r ;v] -2H-1 ,4- 
/<>^^-9-^>-3(4H)-^> HLKtt 



H NMR(7'J-^S; 300MHz, CDClg) 8 1.40(3H, t, J = 6.9Hz), 1.53-1.61(2 
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[ft2 6 2] 




8 t#fe6-(6-^n ^ a Jp* ; ji/) -2H-i A-^yyxz-Wy-zim)-* 
y £ <fc t>*N- [2-(3-x h ^ 7 x x^;i/] -n-* ^ > £M v\t, 

X H NHR(7'J-ffii6; 200MHz, CDClg) 8 1.32-1.42(5H, m), 1.49-1.59(2H, ■) , 
1.69-1. 78(2H, s), 2.30(3H, s) , 2.42(2H, t, J = 7.6Hz), 2.59-2.66(2H, m) 
, 2.70-2.77(2H, m) , 2.89(2H, t, J = 7.2Hz), 3.97-4,04(2H, m) , 4.67(2H, s 
), 5.38 (1H, br.s) , 6.69-6.78(3H, m) , 6.98(1H, d, J = 8.1Hz), 7.17(1H, 
t, J = 7.7Hz), 7.55(1H, d, J = 1.8Hz), 7.58(1H, dd, J = 8.4, 2.1Hz). 
MS m/z: 425 [M+H] + 
[0 2 8 4] 

mmm 1 3 2 

5- [5- U f-ft (2-7x-Mfji/) 7 $ ) ] * y 9 J <i ju) -1 ,3-s? n K n -2H-^ y 

[ft 2 6 3 ] 



H 




##M9 T?#fc5-(5-£ D 0 y -f ;i/)-l,3-S?fc Kn-2H-^>*/-f ^ ^y- 
>H/-2-^>^j:t>*N-^^;i/-N-(2-7x-;i/X^;b)T^>&ffl^T, £R| 

X H NMR(300MHz, DMSO-dg) 8 1.65-1. 75(4H, n), 2.80(3H, d, J = 4.8Hz), 3.0 
0-3.08(6H, m), 3.23(2H, m) , 7.03(1H, d, J = 8.1Hz), 7.26-7.36(5H, m) , 7. 
67 (1H, d, J = 8.4Hz), 10. 28(1H, s) , 
10.94(1H, s), 11.09(1H, s). 
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7Cili##f C 21 H 25 N 3 0 2 • HCl • 0.5H 2 0 £ LT 



tfJMt:C, 62.69; H, 6.91; N, 10.44. 

HM:C, 62.87; H, 6.63; N, 10.37. 
MS m/z: 352 [M+H] + 
[0 2 8 5] 

mmm 133 

5-[5-[[2-(2-* ^>>7i^)lfM (*?fr)7$ ^]^>*y>f^/]-l,3-s; 
Cft2 6 4] 



9 T*#fe5-(5-? n n^o* ./ -f ;i/)-i,3-^t Ko-2H-K>>/>r 5 

;i/-2-;fr y £ £ N- [2- (2-^h^rJ/7i^)lfjl/] -N-* ^;i/73>£M^T, 
§ySM9 £l^<Z)$HWTe> Ztfck »J, *Hfl;#ft&]»/ai69-1801C(^«tti ; 

*H NMR (300MHz, DMSO-dg) 8 1.65-1. 75 (4H, m) , 2.80(3H, d, J = 4.8Hz), 2.9 
2-3.30(8H, n), 3.81 (3H, s) , 6.89-6.95(lH, m) , 7.00-7.04(2H, m) , 7.21-7.3 
0(2H, ■), 7.50(1H, s), 7.69(1H, dd, J = 8.3, 1.7Hz), 10.09(1H, br.s), 10 
.95(1H, s), 11.09(1H, s). 
MS m/z: 382 [M+H] + 
[0 2 8 6] 

134 

5- [5- [ [2-(2-? UU7 JL+fr] U 7 ^ ) ] 1 V Z J -f )V) -1 ,3-*? \L 



H 
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[ft 2 6 5 ] 

H 




##M9T?#fc5-(5-*nn*>#y-f/i/)-i,3-*?fc Kn-2H-/<>y-f 5 #V- 
/i/-2-# > «fc n- [2- (2- ? n n 7 x if ;v] -N- * 7 ^ > £ n x > m 

mm* tmmomttztftz tizzy , mmit£mm&2ttv m^w <dm 

*H NMR(300tfflz, DMSO-dg) 8 1.68-1.79(4H, m) , 2.83(3H, d, J = 4.8Hz), 3.0 
4-3.30(8H, m), 7.03(1H, d, J = 8.4Hz), 7.31-7.50(5H, m) , 7.69(1H, dd, J 
= 8.3, 1.7Hz), 10.46(1H, br.s), 10.96(1H, s) , 11.10(1H, s). 
TX&ftffi C 21 H 24 N 3 0 2 C1 • HCI • 0.5H 2 0 t hX 
tttMt : C, 58.47; H, 6.08; N, '9.74. 
HiMttC, 58.49; H, 6.05; N, 9.51. 
MS m/z: 386 [M+H] + 
[0 2 8 7] 

mmu 1 3 5 

i,3-^*?-;i/-5- [5- ;K2-7i-;i/xfji/)7^ )\^y^JAM -i,3-s?t 

K □ -2H-K > l/>f * # ;i/-2-^- > 
[ft2 6 6] 



Me 




##$Ii o t'#fc5-(5-?n n^>^ ; >f ^)-i,3-i;^f M,3-i?t Kn-2H-^< 
^ ^v p -r;i/-2-^->feJ:O t N-^^;i/-N-(2-7x^;i/x5 L ;i/)T^ >«:JHvvt 
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A H NMR(7U-i&iS; 300MHz, CDClg) 8 1.54-1. 69(2H, m) , 1.73-1.83(2H, m), 
2.31 (3H, s), 2.44-2.49(2H, ■>, 2.58-2.64(2H, m) , 2.75-2.80(2H, m) , 2.98 
-3.03(2H, ■)'■, 3.46(3H, s), 3.47(3H, s), 6.99(1H, d, J = 8.1Hz), 7.15-7.3 
0(5H, m), 7.63(1H, d, J = 1.5Hz), 7.69(1H, dd, J = 8.3, 1.7Hz). 
MS m/z: 380 [M+H] + 
[0 2 8 8] 

5- [5- [ [2-(2-* h * y x ifM UfMr^;]^>^;-f M -1 

*^;b-i,3-$?t: Kn-2H-/<>i/>f 3 <$*V~;i/-2-:fr> 

[ft 2 6 7 ] 



Me 




###ji o t#fc5-(5-^ n o^>^f ; >f ^-1,3-^^f M,3-e?t Kn-2H-^ 

> i/W 3 #\T-)l-2-* y J: tf N- [2-(2-;jt h dp */ 7 x ~)V) ifM ^;i/T 
*>&JgV*T» SB»«9fcH#©«fffcff^ii:CJ:y, *H-fb-&fc&»j&125- 
140"C(Wtt» ; &M)<D*feMmt LT#fc. 

X H NMR(7y-*|fi; 200MHz, CDClg) 8 1.65-1. 84(4H, m) , 2.39(3H, s) , 2.51 
-2.69(4H, m), 2. 77-2. 87 (2H, m) , 2.99-3.06(2H, m) , 3.46(3H, s) , 3.47(3H, 
s), 3.82(3H, s), 6.82-6. 91(2H, m) , 6.99(1H, d, J = 8.0Hz), 7.14-7. 23(2H, 
m), 7.63(1H, d, J = 1.6Hz), 7.69(1H, dd, J = 8.4, 1.4Hz). 
MS m/z: 410 [M+H] + 
[0 2 8 9] 

mmmi 3 7 

5- [5- [ [2-(2-* o a y x~;i/) x*/b] U 7^y]^>#;>f;b] -1,3-*?* 
*;i/-i,3-s?t: Ko-2H-^>>y>f ^^*y-;b-2-^> &g% 
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[ft 2 6 8] 




OT*#fe5-(5-#no^>#;^;b)-i,3-^*3 1 ;i/-i,3-2;t: Fn-2H-^ 
y $ # i/- ;i/-2-^ > ^ i t?N- [?- (2-^ n o 7 x x^ 1 ;u] -N-* jv 7 $ 

h NMR(7U-Jg*; 200MHz, CDClg) 8 1.64-1.83(4H, m) , 2.42(3H, s) , 2.54 
-2.74(4H, m), 2.93-3.02(4H, m) , 3.46(3H, s) , 3.47(3H, s) , 6.99(1H, d, J 
= 8.4Hz), 7.13-7.35(4H, m) , 7.63(1H, d, J = 1.2Hz), 7.79(1H, dd, J = 8.2 
, 1.6Hz). 

MS m/z: 414 [M+H] + 
[0 2 9 0] 

%mm 138 

5-[5-[(2-7x-;nf^)75 J]*y*JJM Ka-2H-/<>y>f 5 

#V-;i/-2-:t> &Bft% 

[ft 2 6 9 ] 



1 




9 T*# £5- (5- ? □ a K y $ ) 4 fr) -1 , t KD yVJ%#)J- 
;^-2-^>fe<fct^'2-7xri;l/X5 1 ;^T^>S:fflv^T, ##$J1 9£J:tf|g|6Ml 

*H NMR (300MHz, DMSO-dg) 5 1.68(4H, ■), 2.93-3. 13 (8H, m) , 7.03(1H, d, J 
= 7.8Hz), 7.26-7. 37 (5H, m) , 7.50(1H, s) , 7.70(1H, d, J = 8.1Hz), 8.88(2H 
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, br.s), 10.95(1H, s) , 11.10QH, s). 

7c*^«f c 20 h 23 n 3 o 2 -mtbx 

ffJM:C, 64.25; H, 6.47; N, 11.24. 
ii|:C, 63.88; H, .6.50; N, 11.22 
MS m/z: 338 [M+H] + 
[0 2 9 1] 

mmwi 39 - 

5-(5-[[2-(2-^ 7^ J]*<y$ ) -4 /l/)-l,3-^t KC-2H 

[ft 2 7 0 ] 



##« 9 T*#fc5-(5-* DD^>*;-f^)-l,3-*;tKn > y >f $ # !/- 
;i/-2-;fr;yfcJ:tf2-(2-* h*S/7x=.^)x^r^>S:fflV^T, ##Ml 9£ 
«fctfg|fc#[l ^TO©^%^^3i:fCJ:»J, *Bfll£W&«[j&2131C (if** 
) ©*fe»fii:l/Tfcfc. 

! H NMR(300MHz, DMSO-dg) 8 1.67(4H, m) , 2.94-3.04(8H, m) , 3.80(3H, s) , 6 
.89-6.94(lH, m), 6.99-7.04(2H, m) , 7. 17-7.29(2H, m) , 7.50(1H, s) , 7.69(1 
H, dd, J = 8.1, 1.5Hz), 8.86(2H, br.s), 10.95(1H, s) , 11.10(1H, s). 
70*£*r c 21 H 25 N 3 o 3 • HCI k. hX 
fff-JMS : C, 62.45; H, 6.49; N, 10.40. 
&Rtl:C, 62.20; H, 6.42; N, 10.38 
MS m/z: 368 [M+H] f 
[0 2 9 2] 

mmm 1 4 0 

5- (5- [ [2- (2-? n a 7 x jif-M 7 s J ] * > # J 4 ;i^)-i ,3-s? tFo -2H- 



H 




HCI 
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[ft 2 7 1 ] 



H 




HCI 



;i/-2-;t>£££f2-(2-£nn7xx;i,)x^;i/7^>&fflVNT, ###|1 9&J: 



= 8.1Hz), 7.31-7.48(5H, m) , 7.69(1H, dd, J = 8.3, 1.6Hz) , 8.99(2H, br.s) 
, 10.95 (1H, s) , 11.14(1H, s). 
TB^&ffi G 20 H 22 N 3 0 2 C 1 • HCI t X 
ff-JHi : C, 58.83; H, 5.68; N, 10.29. 
HI : C, 58.51; H, 5.53; N, 10.26. 
MS m/z: 372 [M+H] + 
[0 2 9 3] 

$mm 1 4 1 

i ,3- v * * ;b-5- [5- [ (2- 7 x x;b a* ;b) r % j ] * > # y >f ;H -1 , 3- v t k n -2 
h-/< > y >f * y-;i/-2-* y 
[it 2 7 2 ] 



##M5 8 T*#fe5-(i,3-s;^^;i/-2-^^y-2,3-s;n Kn-iH-/oy>f $ #y 

- ;i/-5-> f ;i/)-5-* 3cVKy?)i (2-7 x x;i,x^;b) # fit A ^ > gfctert-^/l/ & 



X H NMR(300MHz, DMSO-dg) 8 1.68(4H, m) , 2.99-3.11(8H, m) , 7.03(1H, d, J 



Me 




2 2 1 
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h NMR (300MHz, DMS0-d g ) 8 1.71(4H, m) , 2. 95-3. 00 (4H, m) , 3.11 (4H, m) , 
3.36(3H, s), 3.38(3H, s) , 7.26-7. 38(6H, m) , 7.74(1H, d, J = 1.2Hz), 7.8 
2(1H, dd , J = 8.1, 1.5Hz), 9.03(2H, br.s). 
7G*£*f C 22 H 27 N 3 0 2 • HG1 £ hX 
ff-JMS:C, 65.74; H, 7.02; N, 10.45. 
ilt:C, 65.38; H, 7.07; N, 10.55. 
MS m/z: 366 [M+H] + 

[0 2 9 4] 
Ml 4 2 

5- (5- [ (2- (2-* h * i/ 7 x x^;i/] T ^ J ] * y * J A )V) -1 , 3-V , 
3-^b Kn-2H-^>^/-f ^ #V-;i/-2-;f > i&mM. 
[ft2 7 3] 



##M5 9T*#fc5-(l,3-^^^;b-2-^dfV-2,3-^H Fn-IH-'O $ #V 

- ;i/-5->f ;i/) -5-tf 3f v * > f- ;u [2- (2-* h * 7 x xf- # ;wU y m t 

h NMR (300MHz, DMSO-dg) S 1.70(4H, m), 2. 91-3. 13 (8H, m) , 3.36(3H, s) , 3 
.38(3H,s), 

3.80(3H, s), 6.89-6.94(lH, m) , 6.99-7.02(lH, s) , 7.17-7.20(1H, m) , 7.23- 
7.29(2H, m), 7.74(1H, d, J = 1.2Hz), 7.82(1H, dd, J = 8.1, 1.5Hz), 8.92( 
2H, br.s). 

Ttmftffi c 23 h 29 n 3 03 -mtbx 

ft^-fil : C, 63.95; H, 7.00; N, 9.73. 
Mi ; C, 63.72; H, 6.95; N, 9.75. 
MS m/z: 396 [M+H] + 



Me 




HCI 



2 2 2 
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[0 2 9 5] 
M14 3 

5- (5- [[2-(2^nn7i-;b)ifMr^;]'^^ ;>f;i/)-i,3-j?^fM,3- 

[ft2 7 4] 



6 0 T*#fc2-(2-# D U 7i-;i/)xf;b [5-(l ,3-S;^^;i/-2-^^ V-2,3- 

Fa-iH-^> y-f s *V-;i/-5->f ;i/)-5-^^ vo^/i/] #/wt$ >^tert 

-^l/fcMW HdfcMl illfTO^&^O^hlCj:^, mmit&® £ H&168 
-169"C0*i&iSg||£ Ltife. 

X H NMR(300MHz, DMSO-dg) 8 1.71 (4H, m), 3.01-3.11(8H, m) , 3.36(3H, s) , 3 
,38(3H,s), 7.26-7. 49(5H, m) , 7.74(1H, d, J = 1.2Hz), 7.82(1H, dd, J = 8. 
1, 1.5Hz), 9.03 (2H, br.s). 
TbMftffi C 22 H 26 N 3 0 2 C1 • ECltLX 
ftJUg : C, 60.55; H, 6.24; N, 9.62. 
HSyt:C, 60.33; H, 6.25; N, 9.62. 
MS m/z: 400 [M+H] + 
[0 2 9 6] 

mmm 1 4 4 

i-(i-Kyyfr-2,3-*Jz Kn-iH-^f> K-;w5-^f;i/)-5-[[2-(2-^ b*yy*- 
x^;i/] 7 ^ ) ] -i-«y # J y ■ 2 mMM 

lit 2 7 5] 



Me 





2 2 3 
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###16 iTfcfe5-(i-*>»;/i/-2 f 8-e;i: Kn-iH--f >F-;i/-5->f;i/)-5-^^ 

y "0*71/ [2-(2-* h^fi/7i #;wt ^ >$tert-:/*;!/(280mg) 

*H NMR(400MHz, DMSO-dg) 8 1.61-1.65(4B, m) , 2.85-3.00(10H, m) , 3.47(2H, 
t, J = 8.5Hz), 3.78(3H, s) , 4.43(2H, s) , 6.57(1H, d, J = 8.3Hz), 6.89(1 
H, t, J = 8.3Hz), 6.98(1H, d, J = 8.0Hz), 7.17(1H, d, J = 7.5Hz), 7.22-7 
.35 (6H, m), 7.58(1H, br) , 7.61 (1H, s) , 7.70(1H, d, J = 8.3Hz), 9.09(2H, 
s). 

IR (KBr) vera -1 : 3336, 2950, 2786, 1687, 1602, 1496, 1454, 1246, 753. 
[0 2 9 7] 

mmrn 145 

i-(i-K>y>f;i/-2,3-i;t Kn-iH-> f y K-;i/-5-> f ;i/)-5-[[2-(2-* h*$/7x 

-jD^Mrssi-i-^y* ; y wm. 
c-fb 2 7 6 ] 




##M6 2t'#fc5-(M>y>f^-2,3-yt Kn-lH->f > K-;b-5->f;^)-5-;f 
*H NMR (400MHz, DMSO-dg) 8 1.61-1. 71 (4H, m) , 2. 98-3. 03 (8H, m) , 3.18(2H, 
t, J = 8.0Hz), 3.79(3H, s) 4.05(2H, t, J = 8.3Hz), 6.89(1H, t, J = 7.5Hz 
), 6.98UH, d, J = 7.5Hz), 7.17(1H, d, J = 7.5Hz), 7.24(1H, t, J = 7.5Hz 
), 7.47-7.60(6H, m) , 7.85(1H, d, J = 6.6Hz), 7.87(1H, s) , 9.19(2H, s). 
IR (KBr) vera" 1 : 3336, 2948, 2781, 1680, 1644, 1602, 1495, 1440, 1386, 1 
334, 1254, 762. 

2 24 ffiIE#2 0 0 3 - 3 0 0 6 6 0 0 
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[0 2 9 8] 

5- (5- [ [2-(2-* h * i/ 7 x rjb) x^;i/] 7 5 ^ ] * > # 7 >f JU) -N-7 x ~;i/-W 
[ft 2 7 7 ] 



6 3 T?#fc5-[l-(7-U y *^/jJ?~;i/)-2,3-j;t Ka-iH->f > K-;i/-5- 
>f -5-tf3f 7 ^ [2-(2-;* h 7 x rji/) # ;w\* ^ :/$?tert-7 
:M/£M^T, »J1 h«©^#$:^e>^i:lCj:»J, f§jgft£%£SL&205- 
206t: (DMm&thzmfc. 

h NMR(400MHz, DMSO-dg) S 1.63-1.68(4H, m) , 2.93-3.03(8H, m) , 3.21 (2H, 
t, J = 8.5Hz), 3.79(3H, s) , 4.23(2H, t, J = 8.3Hz), 6.89(1H, t, J = 7.5H 
z), 6.98(1H, d, J = 8.3Hz), 7.02(1H, t, J = 7.5Hz), 7.17(1H, d, J = 7.5H 
z), 7.24(1H, t, J = 7.5Hz), 7.29(2H, t, J = 6.6Hz), 7.59(2H, d, J = 8.5H 
z), 7.79(1H, s), 7.82(1H, d, J = 8.5Hz), 7.93(1H, d, J = 8.5Hz), 8.78(1H 
, s), 9.10(2H,s). 

IR (KBr) van" 1 : 3400 , 2936 , 2771, 1680, 1597, 1539, 1491, 1445, 1340, 1 
246, 752. 

[0 2 9 9] 

sim 

(1) iM2 ooit&m i g 

(2) %m 19 7g 

(3) h^^na^W 5 o g 

(4) 7 -r7U 7^7**^7 A 2g 

±IB (l) , (2) WW^uni/Wm (2 0 g) ^mab. h7^nrr> 
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MW (1 5 g) £2 SmLOfrfribft^tz^-ZhttblzmnitL, ^tUCb 
f^DHi/W (1 5g) t±m (4) ^^IrJEIi^^T'jE^LT 

[0 3 0 0] 

i(#J0j2 

(1) »J2 0(DM 2g 

(2) ?Lft 19 7g 

(3) h^D3£/» 5 0 g 

(4) XfT'J^iTni/fA 2g 

wji tmm<D^miz^i), ^mimm^^mmmz ocib^Dii. o m 

g-g-^f SaL#3mm©^]2 0 0 0®*m&bt^ 

[0 3 0 1] 
MM 3 

(1) iM2O0M 5. Omg ' 

(2) %m 6 0. Omg 

(3) hV^um/WLW 3 5. Omg 

(4) i=f9^> 3. Omg 

(5) Xf7'J>Sv^i/^A 2. Omg 

±IB(1), (2) m (3) <D*g£#l£l 0%€^^>7jc^0. 03ml 
(€^>£LT3. Omg) lmm^r>ifflSeU«Lfe 
4 0^^11^, SMLt. #^tifcM$:±ia (5) £M&b, 

[0 3 0 2] 
1 

a) T-fe^l/ny >x^-r7--fe*HSvStt©iJ^ 
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&7-fe^;i/=iy >X7;-r5-if£M^T, 7tf;i/f*ny>S (Ellman 

t hM^fi^ODT-fe^^ny >i^f7-^ (Sigmatt) SUfiMcKT 
0. 2 I U/mL(DmmcmMLBmm&£Lfc. 9 6we.ll7^^n^l/ 
-MCii2 0ML, 80 mM Tris-HCl (pH 7. 4) 30/tL, 
^^iS5 0 /* L^t^5mM 5, 5-dithio-bis (2-nitro 
benzoic acid) (Sigmat) 5 0mL^U lO^lt 
•9L/fc„ 50/iL©4mM a c e t y 1 t h i o c h o 1 i n e iodid 
e (Sigmatt) *»»U ^ 1 0^W3 0»|«»t 4 

1 4 nMK£tt«ftft*tttt*£Lfe. WiCi'JIiffiSIgLfc. 

R= 5. 7 4 X 1 0" 7 X A A 
(^tft, R»#*?Stt (mo 1) , A A «4 1 4 n-MCD«R**»fcf%1*) 

«.ft^«jcovxr^as<2: ! fe3iaiitt**u>gu 5o%BB»«flf (ic 50 ) 

[0 3 0 3] 

b) aii si#^iistt©« 

JKTlC|B«©3t^-?lft^tt, (Maniatis 6, €^a7--fn-- 

Cold Spring Harbor Laboratory, 1 9 8 9^) KffiiiSftTV* Soffit) 

(i.) h7KU*y*a 1A 3W#0»*:79*$ K#SS 

t h JfffHicD NA^5,PCRj£T?rKUt';>a j A g^#M^ CD * a - - V 
sntfivfz. 200 ng©fcMfflW cDNA9>f^9U- (£$B3ft) IIHilU H 
irasawa A.£#$g|r (Biochem. Biophys. Res. Commun. , 195, 902-909 (1993) 

•feyh 5' -CCGAATTCGGCTGGGACCATGGTGTTTCTC -3' CfB#I#-S§- 1 ] £5' -CTGTC 
GACCTTTCCTGTCCTAGACTTCCTC -3' CffiJ9#*2] 5: #50 pmol 1*0»U TaKa 
Ra Pyrobest DNA Polymerase SrttJSUT, PCR£/&£Gene Amp PCR 

System 9700 (Applied Biosystems) KXfi-Dfc (&JS&# : 94°CT*15#|i^ 68 
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TCT?3#30M£45iM . 

±IBT?#&4lfcP<»W#fc1WK**Eco RI fcSal I (£«) TffB-ffc 

Lfcft, 7^fn-^^«a»»LTDNA»T^fellIJRbfe. fODNAijtfc 
Eco RIfcSal IT'iftlfeiittM^^7^5 K pMSRaneo (<f3l##A99-0 
013) £*g£U DNA Ligation Kit Ver. 2 (gfgjg) TfatlfbT, *fl§S 
J M1O90) ny\??-y h'te)l'&J&g.fe&tZ>Z.£T*7 i 7Z$ F PMSR a neo-Adre a 

(ii) thTKbt'J>a 1A §fftW^7X$ KOCHO-KllMi 

10%V*/B9bkm (TRACE SCIENCETIFIC) &-£tf AA F12Jg*B (Invitrogen) 
^T150 cm 2 @i7 7X3 (Corning Coaster) "CJH^SlbTfeV^fcCBO-Kl 
g/L hU^>>-0.2 g/L EDTA (Invitrogen) TMWtfbfetk 3UJI£ 
D-PBS(-) (Invitrogen) Tf^UtaA (lOOOrpm, 5#) b, D-PBS(-)T?»»b 
feo (BioRad) £ffiV%T, Tffi<Z>£#fCf£oT, DNAS 

IMSfcSlAbfc. WS, 0.4cm ^^(5^^ (BioRad) fCD-PBS(-) 700 
A* IT* b fclxl0 7 M©M £10 /tt gODpMSR a neo-Adre a U ^M^ Sff0.25 

kV, *vAi/$y7>260 jiF TT'X I/? h U jK I/- */ 3 V SlgJIbfc. -£0^ 
, JH»10%9^I|jlBjitilt &-£fr/NAFi2*gtffi{C#b, 24B3rH#*«, 

fclB#bT3SM>u r^tcioro^js&Mitfei^oo n g/«i*;x*^-f vy (i 

nvitrogen) l^tfA A F 12i^JfS£ffi V\ 96 <7 x;b7* I/- h (Corning) KIGOOfl/ 

x frx*mm U 100 w## t ^diitcfcy^x*-^^ y W'ffift & ft o 

;i/ft-75^3 150 cm 2 (C-fe^n>7;i/X> h(C4^*T^*b, 
£ft©MT?Hf!!bfe. 

n>7;i/X> htC^ofelBJ}SI:0.02XEDTA^D-PBS(-)T*Wb, 3&&# 
K7?ttjft&l9JKU KW«ffi^y7r-(50 mM hU^-*»(pH7.5),l«M EDTA, 
10 mM Sft7^i/7A , 0.25mM PMSF, 1 /tg/ml K^^^^y,20 fig/mlu 
<iKzf?y,0.5% BSA)Kffli»U jKU hnV^^-fif-C^r^PT-MOO, KI 
NEMATICA AG)(CT20000 rpmt*20#M& 3 IBWatS ^ £ Tiffll&£3&#bfc„ iffl 
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Bam, 2000 tp«Tio#H38&#*uT, m®ft*$ti±m*ntz. *©±» 

(^xMS-TOM.n-^-TOTi.^y^V^) 30000 rpmT? 1 m&ib 

96 u x ;i/ v * n ~? \/ - b izmmm a ^yr-x^mv tmnft (100 A g /» 

l)£J:tPJ:tf>F7?&6 [ 3 H] -Prazosin (2.5 nM, NEN Life Science Products) 

fcsanu *ffn»«5^©aiSK:tt,-a-&K:pr»zos 

in (Sigma)&10 a MK&£ <fc 3 Ctttfe, &fC, */kr\— (7ty#- 
F) S:«fflUT5/S*S:aiiftf 6di: , CKHda , S:3.r.7^^af-GF/C 
F) fC^U 2K#l/fc50 mM Tris /\*>y77-(pH 7.5)T'3»lfc, 

*-&tt«Hk T^ns/^O K) fc 7 -f/i/*- Kin*., hy?* 

B?itii®mm%®mmftz±m£mm<ni}mKxm®L. ekT®ft&mmK. 
(iii) xmwfc&toami 

96 v x w 9 n 7 u - F (CRMS ft Ay 7 7 - x %W L mmft (100 a g/m 
1), -ffr&ftfcitf [ 3 H] -Prazosin (2.5 nM, NEN Life Science Products) Sr^Jn 

FT* & 5 Prazosin (Sigma) 5:10 ju. MlCfc£<fc O tC^&IIbfc. 7fclC, i^l/A-^X 

GF/C </*y*-K) £#U WLfc50 mM Tris A>y7r-(pH 7.5)*C3|BHJ6 
&Lfc. 7-f ^*-ft«am, 7^^n^>f 0 (/ty*- K)S7-f 

Fy^^F (*y*-K) XMMft&Zttmbtz. [ 3 H] -Prazosin© 
JS®^©^S&50X{C*^M^SitS©^iK>S*^®©a«(IC 50 )&PRISM 
2.01 (^77A-y K V7F?x7)lCT*fflUfc. R^a^^lSttMl*^ 
SC^tTS?* OMttt) ©IC 50 %H»lcbT#»fe. 
±!3©«a) , b) T?3ffl£Lfc«g«:T£K:a*1\ 
[0 3 0 4] 
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AChE: I Cc ft (fiM) 



o u : IC 50 (M 



0.179 



0.165 



$M8 4 



0.169 



0. 2 3 6 



0.723 



0.357 



[0 3 0 5] 



^{C^S^M (Pressure Flow Study) 

M300-350g©Hartley3yre/l^E«/ h(Slc) & l/# >«@Kl.2 g/kg,i.p.)L 

MfC* -a- UZm^hy x-l/7 U >£3 <tg/ani«al/«in7?IO*©*FT«p* 
T?#«»tC|MR|*##Ufc. 0.3 ^/■in0»£T*j»ffi|*fc£AU 

frjR^afsatife^TfaA&ffiLfe. »jK;sftfcM*&«=ra* (hx-4oo 

, A&D) ■e'J7;B-f^Mlfc »JKrtE«J:'0fJR**©r±n^r-*S:A 
(MP-100, BIOPAC Systems) ICATJU xS?#;M5# £#M©jS?fr V 7 N 
7i7 (AcqKnowledge 3.5.3, BIOPAC Systems) CTjSWfl/fc. -r-#©i*->:7 

0.5 HzT'lowcut filterfcfrtffc. SU»©lt&tR&LTfi»MK (Q) &HffiU 
IPJRHfrEfctt****** (Q">ax) (Pves(Qmax)) 

©fc. IMUMfclgfcl>Lfc^LilMRft&*ttU Miifl^i:« 

$ (Voiding Efficiency) ^JfeWb^fttt, DMS0|C»WU., 0.5 mL/k 

ft(AQnax), MftJEM ( APves(Qmax)) |^«£MLfc., S»fft(A 



IM2 
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HflJ^«a^*C*fr«a«©**Mt « of pre-value) T?ff«Lfc. maun 
a 1 ^#:MWT'&§^A^^S/>^CoV^T : fo^^CMSbfe 0 Vehicle (DMSO 

[0 3 0 6] 
b) JtJEE(C*f1-Sf^ffl 

#:S300-350g©Hartley^H^;V=E^ h (Sic) & ? l/£ '>(l.2 g/kg)*pjffl$& 
flfcU S9S:™bTj£fl[©»«»lilS:*fflS*fc. ^AVy (10 U.I. /ml) 

a-l/mU *i^&jHS*fC»jKUfe«»ft^«S0.5 ■L/kgT'«#Lfc 
„ jfaffitt, 7+'n^5 s -*#&ISS(MP-100, BIOPAC Systems) £fflV^20HzT*BB 
»U #P#TV7h (AcqKnowledge 3.5.3, BI0PAC Systems) -eflMJfUfc. 
Ai#|jfiJ:tf4fA^nS/>tt, ±13^ a (Pressure Flow Study) T*#jS IS #> 

&*ifcJB*K:^TlMfU »{^ti^i[|ff©¥^ifel±i:^i5M©¥^ 

ifilESrilSUfeo Paired t-testC±»JI8&M&aLfc. 
♦JMUfrfrlfci:* A* n$/> ©Pressure Flow StudyJC J:«MfJH2:« JfilJEtC^f 

[0 3 0 7] 

CS2) 

#38lJHb£* £ # A * n S/ y 0***M«flS ( A Qmax) , HE ftffi lEft ( A Pves ( 
Qmax)) 33 «fc »M^JC*f t SSfr* 



A Qmax A Pves (Qmax) » 

(mg/kg,i.v.) (bL/s) (cmH 2 0) 0) 

Vehicle - -0.029±0.017 2.27±1.88 82.3+4.0 9 

mm 0.01 0.036±0.014 * -3.56 + 1.09 * 118.5±13.4 ** 8 
mmmo O.l 0.060±0.016 ** -I.73 + I.54 150.1 + 20.1 ** 8 
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*: P^0.05, **: P^O.01 
[0 3 0 8] 



MM. 




mHg) 


n 


iki*m (mg/kg, i.v.) 


• «$«r 






th&W 0.01 


54.5±2.5 


32.9±3.0 «* 


6 


mmm2o o.i 


53.5±3.6 


54.6±2.8 


6 



**: P^O.01 

[0 3 0 9] 

±K®»*J:»J, a^ft^ffi^A^D^O.Olmg/kg, i.v.) ft, 

*T*ttJfilBbS:*«fC^40!MST3*5 31i:^t>^S. (0.1 ■ 

g/kg, i.v.)tt, J»JKW£Efe**C(STS-eSSi:«!<. flia*fiJ:tF*JR»* 

±BSttMllSJ:tf2©IS#J:y, 7 !) o ! 

[0 3 10] 
[38®©$^] 

*» E t* js v \ e> ti § 7 -fe ^ ;i> a y > x t. f- 9 - i: a fimm & 0f 

[0 3 11] 

<110> Takeda Chemical Industries, Ltd. 

<120> Agents for Preventing and/or Treating Dysuria 
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<130> B01495 
<160> 2 
<210> 1 
<211> 30 
<212> DNA 

<213> Artificial Sequence 
<400> 1 

CCGAATTCGG CTGGGACCAT GGTGTTTCTC 30 
<210> 2 
<211> 30 
<212> DNA 

<213> Artificial Sequence 
<400> 2 

CTGTCGACCT TTCCTGTCCT AGACTTCCTC 30 
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mm 



l 



ffi!E#2 003-30 0 6 600 



I 

! #2 0 0 2-0 7 2 0 2 7 

' m m a m m ft « 

M« CO 0 0 0 0 2 9 34) 

1. XX*MH 1 9 9 2^ 1H220 

ft ffi *W*BlfWKtWHTHi»l# 



1 



ffiSE#2 0 0 3-3 0 0 6 6 0 0 



